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^= (54) Title: DRUG COMPOSITIONS EXHIBITING THROMBOPOIETIN AGONISM 
^ (54)S6WCO««i: hP>7K7Kx5^>gS«:T=r:^X hftffl^*-rSEl6fflfiK1«l 

(57) Abstract: Drug compositions containing 
Y^— Z^'^^^^^^^V"''^ ^ *® active ingredient compounds of general 

( (I) formula (I), prodrugs of the same, pharmaceu- 

V*.^^^ tically acceptable salts of both, or solvates of 

them and exhibiting thrombopoietin receptor 
agonism: wherein X^ is optionally substituted 
^ heteroaryl or the like; Y» is NRACO-(CH2)o-2- or 

fT) the like (wherein R^ is hydrogen or the like); 

p1 q2 O optionally substituted allylene or the like; and 

'^""^^ is a ring represented by general formula (II) or 

"X^/ (10 ^ \_rS (III) (ni): 
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5 5 6 ^{3|Bf4$nTV^^ h O > ^ ^ 3i ^ > S^i^^ftl-ffi 1 13 1" ^ S3«}i 

10 

i-j^CtJ^. :^mmit^ I) -J^S; (I) : 

YMi-NR^CO- (CH2) o-2-> -NR^CO- (CH2) 0-2-W-. - 
N R A C O - C H = C H -W- (CH2) i-s-NRACO- (CHg) 0-2 
-W- (CH2) 1-5-CONRA- (CH2) o-2-^ -CONRA- (CH 
2) 0-2-^ - (CH2) 0-5-NRA-SO2- (CH2) 0-S-. - (CH2) 0 
20 _5-S02-NRA- (CH2) o-5-^ -NRA- (CHg) 0-2-. -NR^- 
CO-NRA-, _ NRA- c S - N RA-, -N=C (-SR^) -NR^-, - 
NR^CSNR^CO-. -N = C (-SR^) -N C O -NR^- (CH 
2) 1-2-NRA-CO-. -NRACONRANR^CO-x Sfe{i-N=C (- 

NRARA) -NR^co- (^ff. R^{i^n^n3aiA£ bT7Jc^M^^^ mm^n 
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D T ;i/ ^ ;v ;i/ ; 

A ^Mit^ : 




; R ^ «7l<^0^^*fc«{£0T/i'=¥^v ; Q *3 J; T>* V {i^tb**^^^43^ UT - 

fiS?^ ( ) u^^<D^i£i^t:in^^^^m:i^-ri X^^^iX^it^m. ^<D-f 

$^ic:i¥U<«i. l^iT{3S^-ri I) ~XX) icHTSo 

20 
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(^^. Elt- (CH2) -O-CH2-S -ifciS-S-CHa-.-R® 

I I I ) X 1*5^ : 

15 ' ' r' ' ' R^ 

{^^^ E«- (CH2) 1-3-^ -O-CH2-, fc«- S - CH2 - ; R « 

/w X)? =3r v- . '(g;^^iT/V'=¥/w:d-=^ v/;^/w4< — /V. $ T T t> J: T ^ 7 

IV) yiAS-NHCO-. - CONH-. -NHCH2-^ ^fctt-NHSOg 
-T'fe-SI) — III) CDV^-f tb;^^t'IfB<fe(D h D >4?;Kaif^>-^^#:T =f~ — ;^ h 
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V) z^-ifii, 4 - a:- >T-ag> § I ) ~iv) <D\^irti^^i^fd.m(D h ^ 
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VIII) jk?K^,il(Dr^i^*fc{*^l55^JT-feS I ) ~v I I ) (^v^Ttb;&^ilB^ 

5 

IX) jfiL/hteM±flti^JX*fc5 I ) ~V I I) (^V^T ;}^^M^:B5^cD h D vtJn'*?^ 

X) jfiL^^^,«i^^f^)^i-sfcfe®i£m?&S!it-rsfc>e3<^ I ) ~vi d <D\,^-rtit^ 

10 {CIS ^ CO ^b-^ 2^ (75^.^0 

XI) I) ~v I I) <D\^'rti^>i^mm(D^t'^m<Di^m±^m^^irm^A^^ 

15 XII) -J8g^ (II): 
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Y^ii-NR^CO - (CH2) o-2-^ -NR«CO- (CHg) o-2-W-. - 
NR « C O - C H = C H -W- (CH2) i-5-NR°C0- (CHg) 0-2 
-W- (CH2) 1-5-CONRG- (CH2) 0-2-. -CONR"^- (CH 
2) 0-2-^ - (CH2) o-5-NR«-S02- (CHg) 0-5-s - (CH2) 0 
5 _5-S02-NR°- (CH2) 0-6-. -NR«- (CH2) 0-2-s -NR^^- 
CO-NR°-. -NR«- C S -NR«-. -N = C (-SR°) -NR°-. - 
NR°CSNR°CO-. -N=C (-SR<^) -NR°CO-. - N R «^ - (CH 
2) i_2-NR«-C0-. -NROCONR'^NR^CO-. Sfe{i-N=C (- 
NROR'^) -NR'^CO- (^fp. R°i±^tl^timAL[^Xykmm^^rzit{S.m 

Z 2{igJfe^nT VA-C *) <tV^7 - 1^ MJfe^tl-C V^-t *) J;V^ 2 , 5 - f U 
15 A2^(i^ : 



nW-^ ; RS{*7tc^lI^*fc{4igi^T/U^/W ; Q *3 J; t>' V {i^:^^;n.3!fi35: - 

20 o-.-s-.-NRS- i^^. R^n:^mm^^tcm&mT/V'^/\^) . -S/cfi 

- C H 2 - ; m « 1 . 2 , S 7t 3 ) § tl 5 H ; 

mm ( ) {i^-a-^^is *fctt^#ffi^^i5-r ; 
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XIII) X^t^^ : 




(^tfJ, Efi- (CHg) 1-3-. -O-CH2-. *fc«- S - CHa - ; R « 



2jf v- . 'tg;^T/u=¥/V;e-=^ ViT/W/Jf ^/w, $ tb T T t> J: T 5 7 /t' 

10 fP«iJo 

XIV) X^:^^^ : 
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5 XV) Y^jbs-NHCO-. - CONH-. -NHCHg-. Sfc^-NHSOg 
-T*ag)^xi I) ~x I V) (D\/^-rtif)^\z.m^<7^^t^^. =^(0-:^^ Y=7 -y ^ . h 

XVI) Z2;i)Si, 4 - 7 Ix fe-S X I I) ~X I V) (D\^'fMAZ.mm. 

XVII) A 2^*5^ : 




15 R Na7K^J!r.^^*:^C{iteaT/W^/^ ; Mfi- S -0-. -N (R^) 

Sfcfi-CHg- R^{47k^J[i^^^fci{i^£i^r/U^/V') ;T«^^0 

^^*fc«:B{tmJS^^] T-fe^XI I) ~XVI) (0\^-TM^\C^WL(D\\L^m. ^<D 

20 XVI I I) WiUifi^^(D^^^^'r^ I I) ~XVI I) (7)V^-rtbd>{c:|E^(Z) 
X I X) ( I I I - A) : 
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(m-A) 



Y^Ji-NHCO-Sfeii-CONH - ; 
T 

10 [i'^'t'. R « {*7K*J®^=-*fc{S®MT/V=35^/V ; M{i- S -0-. -N (R^) 
*fc«-CH2- R<^«7t<mJ!^^*fcf*{£mT/V=3e/V) ;T{4i^^J!l 

M-hff^$tb5:^, Sfcfi^tbbcD^l^fpi^o 
15 XX) -flS^ ( I I I -B) : 




(m-B) 



(i^cf. R^. R^^s R^'. Y^. *3 Jzt/A^^tiX I X) t|5]^^) 

20 
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XXI) XII) ~xx) (Di^rtii!)^izBim(D^t^^^m^i}}^^tLx^^-r^ 

XXII) XII) ~xx) (D\.^-rnti^izmm(D^\u^m^^mfi^^t Lx^mr 
XXI I I) XII) ~xx) (Du-rtiifiizmmoih^m^m^iim^tLx^^ 

10 XXIV) XII) ~xx) (D^^-rtiti'izmmcD^t-^m^mmm^t lx-^^t 

XXV) skm^&^^H^^ir^tcifi^cDmm^mmir^tciba^Xl I) ~XX) (DV^ 
-r IB (D >fb -g- -ffi o 

15 

XXV I ) XII) ~xx) co\^^-rti^>\^mm<D^t^m<D^^m±mm^^-rm^ 

20 

/H if*. ^^J!l^^m 1 ~ 8 (DiS^*:^c}*^K^(D 1 ffic^^'fbTK^S^^-^-rSo 
^i3J;t{*\ ^f^yw. n-7°Dt°/U. ^y7°Dt°/W. n-y-'^^/V, ^ V zf =T 

sec->^^/V. tert->^^/U> n -Yy^i^^^/l^s neo 

tfPsttSo ^?Sb<fi. C 1 ~ C 6 T/i^^7U;5S^{f e>;h/5o $b(-i!fSb<«. 
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C 1 ~ C 3 T/W^/V;OS^ff bttS o 

5 -g-i-So M^it. f^/W. ry/V, l-rD-<::^yW. 2-:f^^=./U, ^Dh:^ 
/V. ^ y-<^7^:::i/U, « * 3^7^ ^ # tb S , ^f*b<{i. C2 
~C 6 T/l"}r::^/P;aS^{f fetbSo ^ b * b < {4 . C 2 ~ C 4 T /V <5r - /V;a5 ^ 

iJ' n :7° C3 fc;° , V^Dy^^^/V^ iy^ti^:y=^/U^ -y^u^^-yfV^ -y-^u^zf 
if b tb S o 

20 
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5 

±^ts 5 6 mo^mm^n^T^o zti\t->-^ utjv^jvs to—jv. 

3- ^Di;;i') > 7>;>»i/ (««Jx.(i> 2-7';;v, 3-7';;v) ^ (^^Jx. 
2-^ji-;i/s s-^3L-)v). K^'J m^ii. 2-^^^yu;i/> 

4 - -r 5. u ;u) ^ If ^ ;i/ (^«J^«^ i-t°^v^ij;Vs 3 - ^ ^/ «; . 
15 'i'v^T\/y;v («?ijx.«s 3 --r v^T^/ u . v u ;i/ 3 

(^Jx.{is 2 V 'J V b° 'J (f|J;t(^^ 2-bl;i^;^^ 3-tfi;i>;i/> 

2 - tf >; ^ i;'-;!/. 4 - u ^ s if u (^ai^Ji. 3-if'; 

20 , 7^h^v'';;i/ (^yxa\ 1 h -7^ h ^ v u . ^ -b- t \/ ;i/ 

1, 3, 4 -:^^V-i^T'J V )V) . ^Ti^T'J V J]y (m^it. 1, 3, 

4 -^Ti^T^/ u ;v) s > h* - ;i/ 2 > f >; s^-^i^x e-^f 

> K U . V^' > F U ;i/ (^Jx.(i. 2 - V > F U ^V) > > F 'J ;i/ 

^ ^ 1 - > F u 2 - ^' > F u ^i/s 3 - ^ > F > ^ > v^J ;i/ 
(^Jx.(i. 2 -:3py 'J , ^ y dry u ;i/ {m^kt. 3 v^y «; . 
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-y ^ 7 i/ =-))/) ^ {mx\t. 2 --ty^ o t^^^ji^) ^ ^y^- 
i^>y 'J 3 - >y >; . y''r^)v=.)v{m^\-s.. 2-y^ 

7 h >; i^-;)/ (^?ijx.«> 2 -y oL^^y Y ^) ^J-)V^ 3 - > h «; i?- 

-jy=>-)V (,mx\t. I - i/^yj y 2 - ^J^>'J y ^ =•)]/) . 

15 

20 ^B^iiftcf. I" 5 D T iiji. BMizmitn^. mmmi". mn 

7 >; tr D u -f ^ <5^ u ;^^ if 9 U -f v ^ t u ^^i^x -f v ^ 

25 *BJiffl«'^'^ r^.5^DT 'J — ;i/t;1'=^;i/j tit. mB ^um.T)V:^?vj (dbM 
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3 - If 1; ^^I's 4 - tr u i^'^vp^ ^ tf >; ;i/ 31 ^ ;i/ (fiix. 

a y 2 - t°n y v?;::^/^) , t°ny:=^/U (0«Jx.{i, 3-t°ny^/V) , 

-r ^ y~ y ^/u-) , t° 9 y v^— 1 - f 9 y y v^^i^yw. 2 - ^ y 

15 ^)^y=.jV^ , f^yy^/i^ (^J;t{*. b-^yy^/l^) . b°-< y v^/V (^?ij;tfi> f 

:/Ky— /i^ (^Jx«\ i--r>'Fy-/v) ^ -fy-r^Ky^/^ (FJ^tf*, -ry-r 

^-Ky— /V) , (^j;^}^, ^/v*:yy. 3 -^/U/}^ y — /V) , -r v 

T^y^^ry— yv (^j^rJ. sn-^^v^y [1, 2-d] ^ry— /v) . v^t k 

20 P•:^y h^ry — (^Jx{*. 4, 5 --v^t Fn-^y h [ 1 , 2-d] ^ry" 

— /W) . v?fc Y'ci^TT^^yVT^^^y (^Jx.}S. 5, 6-v^b FD-4H- 
3 -^T- 1 -Tif-^vy [e] TXuix) , cz y y ^ry— /V (^Jx.rf. 
4H-yny/ [4, 3-d] ^ry — yw) . ^;^-y a p< y y— /V 

4H-^:^yayy [4, 3-d] ^Ty' — /W) ^^S^{fe>tbSo 

25 
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5 :$^m'm^'P. r-^T^pryi^^j tn. mm r-^y^ n r y — ywj <D2m&^M 

*i-S„ mx.it. cni^iy-C ju. b° y i^'i^v^-T /v^^as^ff b 

tbSc $b{c:pb<{i. 2, 5 -^^^y'ai v'-Y/V. 2, 5 - 7 9 ^ i^-T /V'. 2, 

10 ;$:p^^»'^'. r^^mm^mmi^^ tit. mm ^^^^mmmm&i <o2. 

-(ffiX^E^t-So mx.U. xn V :y iy ^ ^ b° y >- . fc°7v'i^v''t' 

>Jt:::;i/. ai^;i/:t^e^*>'l/5jt-;i/, n - 7 D tT =^ * ;i/ - 'TV^nU 

25 {*T y — /v^P^^SftfiB FT y—yvj "Cfo S T y — /W;^; /V^":=^/v^'a-^f 5 o -6?!] ;t 

16 
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n - r D ^sy. V r D If n - ::/^;v::r ^i^s W V ^•9^;i/:2r =^ 

5 i^. s e c t e r t - ^ ^^^bs^fj* e> n§ o ^ S b < 

n - ;i/ :t =Jr ^ -5 o 

10 \f ibn^o 

20 

^mmm'^. m^^xh\^<^ii\!^L(Dmmtm^^i^'^xm^^htl^ ^mm^nx 

17 
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iy. &m.T ji^^ /\^^^ . ^^u^^^ ixry. ;(7/i^^ 

=3fiy, gife^ tL■rv^-C'^> J; v^T 5 y , i^■rv^T J; v^r ? y j^/v^j^r^/u. 

= N-o- (Tv'yu) 4f 5.^1.5 o cn^fis ^T© nItg^{fiK-C- 1 MJii± 

b d ^ o 

O CH 3^S$f ^ I^V^o 
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l^2, 5 - If >5^-r ;i/J > ^gJ^$t^TV^T^) J;V^ 2 , 5-^;r7^>5^^' 
. ^gJ^^n-CV^T ct V^ 2 , 5 - y ^ > ^ )V j . ^e^^^t^Tl^T * ct 

rg^^n-rv^T* J;v^'s■5^DT•;— ^ rgj^^ftrvN-c * cfc vn# 
10 ^Sf^^^^Mj . iB^n ^g^^^n-cv^-c*) J:VN'i7i^^ Kj f::*5{tsgm»t 

gj^$ ti/tv^T t J;v>T y — /u, g^^$tL■cv^•c t ctv^-^■7"aT y -/W. 
v^7cn::^y^) , * « gj^ $ T vn T 'b <t w ;5S ^ b 5 „ c:ne.{i> 

rgm$ tit V^-r ctV^T >J s rgj^i^ tlT V^T d:V^ 7 1^ > J > 

rHJ^$: tit l^T ct V^^7^ D T U U > J s rg|^ ti^C l\ t ct V^ 2 , 5 - 

U i^>i?-f ^ rgj^^tiT vm: ctv^ 2 , 5 7 >i/'^ , rgj^ 
25 $nTV>T *) <fcV^ 2 , 5 - 7 ^ > ;i/ j ^ rgj^ ^ tlT V^ T ^» J; 

19 
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Jiri^. -N = N- (:7^^/u) , T fl'-^Ul^-y^^^-ymt^m-J 

15 3 - 5^;i/:7 oi r:;!/, 4 - ;>< 3, 4 - i> p< 5=- :7 

4 ji — ^l/x 4 - t - :7 i 4 - n - :7 31 — 

4 - n - iy^y 7 31 — 4 - n-:j}-^'5^;i'7 xrz;i/^ 3, 5 - - t - 
IT'^;!/- 4 - b K D :ii 4 - 7 ain;!/, 4-:7;i/;rn7 

ai::^;)/, 3, 4 - ^ D D :7 a: 3, 5 - D D 17 ji — 4-3— F 7 

20 4-hOyJV-:^tlyt9-J\yy^—^l'. 4 -^5^;i/5^:t7 Ji— 4 - 7 a: 

— 5=-;i':^=^r 7 4 - 7 31 \/ 7 a: 4 - 7 ^ 7 

VAT ct VA 7 ®»J^ai:bT{i. iS^ST/v^/w. e^$^^-cv^T t> J; 

20 
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<S^T/W^/W^=3r tbTV^-C'i> ct V^T ? 7 . $ ixT V> T % i V^ T 5 

5 y j^/u-Tjf — /V, Tv'>'U. jJs/'V^/i'. T v'yv;^-=¥ $ t^T T J; :7 

3 - ^^■/'V :7 31 — 4 - ^ 7 — ;^^ 4 - t - 7*^;i/:7 4-n- 
15 ^>^;i/7 3 :7 :c 4 - ^ ^ iy 7 rz;i/, 4 
-*;i/4t^>>:7 4 — 4 - 5^ ;i/ :t 
i^*;i/Jlt-;i/:7 4 - V :7°d tf;i/:t ^^ri^ 4 - n - ::/5^;^:t 
:3p^'5!3;^3}t-;^, 4 - t - dp>>:^;V;j^- 2 - 7 n :7 rn;i/, 3 

- :7;i/:t D 7 4 - :7 ;i/;r D :7 31 r:;i/, 2, 4 - 7 ;i/3r d 7 ji — 2, 
20 6-s:^>';i/;rn7i — ;^^ 3, 4->'7;i/:tn73i:=.;i/^ 2, 4, S-hU^;!/ 

ilfXiy 3L-)\,^ 2, 3, 4, 5, 6 -^y^S? 7;i/:3j-D 7 4 - ^J' D D 7 ji 

— 2, 4-i^^nD7i — 3, ^ - V if nuy 3, 
uy:jL—)V^ 3 - 7*D ^ 7 — 4 - 7 X — 4 - 3 — K 37 oi - 
3-7;i/:tn-4-^^;i/:^^iy:7:E:n;i/, 3 - h >) y j]/:;^ v ^ ^ Jl y =. JV^ 

25 4 - h >; :7;i/3rDp<^;i/7 2 - V ^) y :^^)V^^i/y 4 

-T-b5=-;i/7'5.y7ai — 4-T5.y*;i/4^-;i'7ji-;i/. 4-n-;^^;i/t 
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^yptj;i/;Jtr:;i/>'3ir^;i/, 4-N, n-s>'^-?-;v7'5.v'*;i/aK-;i/, 2-— 

4 - ~ h D -7 4 - y ~ y =. jv , 4 - y 3L=.j]/T^J y X. 

xMc:j3(ts rg^$ n-c v^T J; D T u — > ^m^^tixi^^x ^ 

20 Tii. g^^^nTV^T *) <fcV^'^SmT^^^/^. {S^STyW^-/W =CH- 
CH3) . i&mr /u^=-/\^, t Fc^-y. '(SaT/v=3{^/v;^-=3r->. y/w;^7::^h, ^ 

22 



wo 01/07423 



PCT/JPOO/04909 



•7" P T y - /l^ (FiJ X. . 2 - t° y v=/V. 3 - fc° y v^/l^. 4 - b- y v^yV. 3 - 
— /V. 5 - ^ ^/Ut°y i^i^- 2 --T/U. 3-df-yyyV> 5 - iJ' a p^:^>'^ 

= N-0- (Tv'/u) ^n-So ^^f^U<{i^ tlX i^X ^ ^i^iM 

^\,^y ^ -^T^D T 'J =N-0- (Tv'/W') ^^^^{f^tlSo 

$n-r v>-t ctv^o 
15 mm(Dmm^j:mm 

mmm^m\.rz^^yx&^o e^tith tpo izj^^&n^. n^ji-fb^tj 

23 
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{B - 17) X ^ li&^^Tf^ UTV^^o 

5 mmm^BLtz^^ y-a&^o e^ti^t h tpo iz^^u^n^. tpo 

10 tifi-^^^o ^tz. WO97/05 1 3 biSXV^WO 98/39737 fca3«6® 



20 



(Am 

mi XII ^ maxfi 

(IV) (V) ^ 

HOOC— z'^^'^V'TN ^ X^— NHCO — ^"^''^VOv 

X^-NHj 

(VI) (vn) (i-A) 
15 C^cfs A MiHUB3i:l5iB^> z 3(ig^^$tlTV^•r *) cfcv^7' U w >s Si^^ti-t 



(m 1 xs) 



24 
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(^b^tj (IV) ) ^{nmmntLxmrn-r^o 

ih-^m (IV) WTt^-r l)~3)0;5i^{3j;Dtf^ii^*)T"t^o 1) 
ti^m^t^StslZ^ V) (mx.it. Swe r n^-fb. Dess-Marti n^-fb^) . 

>Hi>. h > mmii^v^^') iy>^mm<Dw^y. 2,4- 

(^^:7 — 'T;!/ (Knoevenagel) SfS) o 
Protective Groups in Organic Synthesis, Theodora W Green (John Wiley & 
(^2Xg) 

(V) ^@^^4'> m^^®#ffiTT-SJiS^-&^ CI iiiZct (-fb 
(VI) ) c i:*5-e^i.o 

25 (^3X^) 

*x^{^. ti j^yt^>mmMW- (VI) tr ^^^mMw (vi o ^stt^;^ 

25 
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m^^i^ (I -A) i^ttSX^-CfoSo ;$:XgrJ;, xh^tFo^^v, v^;t^-9- 
-J^auT^^l^^ h/uoiv, ^i^-tf ^'^(D^^'f X'ifT^pixSo Stt^^^^'/V' 

fe-Cfi, 1 - t Fd ^ v-^^y" h y T — /V. b F n i/^^^ i> w-r 5: F. v';^ 

:i t\z.^y)'^ 0 ^ t f)^x-^ So D y Ffe-efif^::^^/^^ □ y F-^^=¥if y /u- 
i5' D y F^^^i bTi®^(D;*7yWjJ<>'^<^ — oy Fi-rs::i:ic:J;!9=ff5 

10 y T/^/i^i^ D □ Tfs/w^ — F^^HJ^^^*> S'&l^MTki^ t-rs ^ t fc: J: 19 5 

2 o<D^^^-r s-fb-^!^ (VII) ^m^^tt>x^^. 2) x3;ise^§tbx 
v^-ci. J;v^^Ty-/^-efc5#'a•f4^ 'r^<D^m\^ ^ ^h^m (vi i - ) ^# 

NH2 



20 



N E * ^ U E ^^-^^ _ y V 



R 

(Vm) (K) (VIT) 



26 
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(m 1 xm) 



uT }:Rjt^^'t?> :l ticxy) . nmt-r^^ry—jvmM^ (v i i' ) ^#5 
10 r i -e ^ 5 „ 

(B&) 



HOOC— 

(VI) (X) 



H2N — z' 



'""^V^ »► X^— CONH — Z^'^^^'V^N 

X^-COCI 

(XI) (XD) (I-B) 



15 7ri=-;v) 



1 X@) 
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(m 2 x.m) 

;$:Xg{iB o c ® |j^.t^fi 5 X^S-C S o Protective Groups in Organic 
5 Synthesis, Theodora W Green (John Wiley & Sons)^ izmM<D:^^-Gff ^ Z-htl^ 

T-g^o m^\t. it-^osa (X) ^£ h i; y )\^-^ umm-^^m.-^ ^ ^ a: t) b 
T^Mumi^ (XI) ^n^^iiifi-^^ 



HalOC 




(^4". A^. X^, ZK *3J;t>*Ha 1 {itulEi: I^S^) 
15 T^XSfi, A&{ClB*fe$nTV^S'fb'a'i^ (V I ) (DM^^o ^'ly^t^ (XIII) 
T^^- A-r y^^a-v'T^— h-CMS mi IB CO -ft: -a- (VII) i^^S 
r <t J; 19 B St) ir-rs^fk-a-^ (I-C) -^i^<Xg-efe5. 

Y^;as-CONH-. -NHCO-, *3J;t>*-NHC (=S) NHC ( = 0) 
20 -•C'^'cCVN — Ig^?; (I) r*^t?$ti.5'fb'a*i^«. mrl5<^ a&~ C j£ 

N-Ty^=¥/^^*:{*ii^^T^5t^-5 T/v=35^yu-fk{J: J: 19 ft 5 - <b 7)sr*€^ So 

28 
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(I) , (II). isxTj: (III) i^)d\^^xmm^^'^^(D^^^^ir 




ta-^^fl^o ^Jx.«s T;!/* U^M (';5^r>A. ■:^^'J'i7A. :*7U>>A^) . T 

29 



wo 01/07423 PCT/JPOO/04909 

5 -r -e?!);!}** Design of Prodrugs, 

Elsevier, Amsterdam 1985 (CI IS^ $ tfC S o '^^^^M^t 

fi. T'/V', aif^/voi;^ y^/w, n — 7° n tVP ;^ 7^ , -f y 7° D h° :ii 

n — i^^-f-zu^i;^ v^/w, -t' y i/'^^/V'^:^ v^/i^. t e r t — v^/u. 
^/W^ y y :3i^/Vrc;^7"/V. N, N - ^/V U =i — T 5 ^ 7^ /l'^ ^ 

r t (c^ag^tLSTix/v^e-^v-^^^^^cD J; 5 ^^y°D 5^ ^/5S^?iJ^$ tbSo 

5' y' i UT#(c:$? ^ Lv^r v//w;t^ iUTiS. - OCOC2H5. - oco 
(t-Bu) , -OCOCisHai. -OCO (m-COONa-Ph) . -O 
COCHaCHaCOONa, - OCOCH (NHg) CH3, - OCOCHgN (C 

20 H 3) 2^^5^ff 6>ti.5o :^mmit^!^i'^T 5 y *^^-r s^-g-fi, r ^ y 

S'i^ibT#(C$?*LV^T5F<!:LT{-j;. -NHCO (CH2) 20CH3, -N 
HCOCH (NH2) CHa^^S^tf e^tbSo 

25 
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10 mum. ^m. tt-r-^jim. mmmtvxmamiz^ ^tci±^^mm. ^m. 
(DmmAiz^ommizmvrzmmm. i^^m. mmm. mmm. mMMm(Dmm 

15 

ifi. mx^zmnxi^-^-r ^m-^. mm o . i ~ i o o mg/kg/s-efe d ^ » * u 

< (i 1 ~ 2 0 mg/kg/ B -e § o 

Me : ?i f^;!/ 
25 E t : 

i P r : V o t ;V 

31 
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B u : n-y'^Jl 

* B u : t e r t - y^)]/ 

* B u : V y^f=-;i/ 
"Pen : n-^>^jV 

5 e X : n -^^i^ )V 

«Oct:n-:;r^^;i' 
P h : 7 i — ;v 
B n : ^>i^JV 
B z : ^yJ-i )V 
10 P y : \f 0 t^Jl 
Ac : T-\z^;V 

B o c : t - zT^JVyt^i^-^ )\/-!f^=-A 
D M F : ^ ^ ;i/ 7h ;V A T 5 K 
D M S O : p< 5^ ;i/ :^ ;!/ ^ K 

15 mmm 
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1 X^) 

5 1 Mlf^'J i^y- h ;i/:ii>^M(6.2 ml)iB^V^ 1 Mi^^- b ;V >?§M(6.2 ml)^ 

ADA. —^mmmm^Ltzo i^m^^rnvtzm^^mMhs it^m(2)^ 34.6 g 

iH NMR(DMS0-d6, 6 ppm) 13.18 (bs, IH), 8.07 (d, 2H, J = 8.7 Hz), 7.73 (d, 2H, 
J = 8.7 Hz), 7.68 (s, IH), 3.88 (s, IH). 

10 

it^mm (34.6 g)-^ v^;r=¥-9-i^(160 ml), 1^^(250 ml)*5 J; t)^ 6N t£m(88 ml) 
\Z.mWi-^'^. 120°C-C 5 B#P^JPBiS»ft U/Co 7K(350ml)^;!]Px.. <^ ^ h^b 5 
-fb -^2^(3)^ 30.0 g #fCo 
15 iH NMR (DMSO-de, 6 ppm): 13.95 (bs, IH), 13.24 (bs, IH), 8.06 (d, 2H, J = 8.4 
Hz), 7.72 (d, 2H, J = 8.4 Hz), 7.69 (s, IH). 
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im 3 x?i) 

L^'fli'g-«tfe)(4) (368mg)^ v^;d-^-9-^(50ml)}C^fp b°yi^^(162 iul)^AP;t 
2 B#P^ 100°C-CJPf^ U7t. teiT* y — /W(6ml). * 

(2ml)^iPx^^b/cJgB%^^«SiJ LfCo DMF-CSJS^ U T 'fb'a-i^(A-l)& 220 mg 

10 iH NMR (DMSO-de, 8 ppm): 13.94 (bs, IH), 12.93 (s, IH), 8.23 (d, 2H, J = 8.5 
Hz), 8.21 (d, IH, J = 2.1 Hz), 7.91 - 7.97 (m, IH), 7.93 (s, IH), 7.76 (d, 2H, J = 
8.5 Hz), 7.73 (s, IH), 7.70 (s, IH). 

(041^) 

15 3', 4'- v?^' n n T-fe h :7 y V (5) (5.67 g)(D 10%^ ^ —^i^- i^ rz^ yi^/^ 

ffi*b. y -/wjcsi^^? ^:t^\^T (2.28 g) ^jpx., 2 ^mmmmm 
fc^^{4i^®f3z^/w-^fBS#7tc^^jp^s^m^^/v^^ij-^^b. ^m. m^m^ 

20 'fb'g-tl(4)^ 3.38 g #fCo 

iH NMR (CDCh 8 ppm): 7.89 (d, IH, J = 2.2 Hz), 7.69 (dd, IH, J = 8.5 Hz, 2.2 
Hz), 7.43 (d, IH, J = 8.2 Hz), 6.74 (s, IH), 5.06 (bs, IH). 

'fk^jf^(A-2)~'fb'a-^(A-73)^^ji^y 1 iz.mm(Djv^t bfco 

25 
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P 



H I 1 NH 

Z I ^ 



#■§- 




R6 


R7 


iH-NMR (6) ppm 
CDMSO d-6) 


2 


A-2 


Q- 


H 


13.90 (bs, IH), 12.94 (s, IH), 8.25 (d, 
2H, J = 8.1 Hz), 7.96 (d, IH, J = 6.9 
Hz), 7.77 (d, IH, J = 8.1 Hz),7.73 (s, 
IH), 7.71 (s, IH), 7.46 (t, 2H, J= 7.5 
Hz), 7.35 (t, 2H, J = 6.9 Hz) 


3 


A-3 




H 


18.95 (bs, IH), 12.92 (s, IH), 8.24 (d, 
2H, J = 8.1 Hz),7.97 - 8.02 (m, 2H), 
7.76 (d, IH, J = 8.1 Hz), 7.72 (s, IH), 
7.70 (s, IH), 7.26 ■ 7.31 (m, 2H) 


4 


A-4 


Br-O- 


H 


13.90 (bs, IH), 12.95 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz), 7.92 (d, 2H, J = 8.7 
Hz), 7.80 (s, IH), 7.76 (d, 2H, J = 8.4 
Hz), 7.70 (s, IH), 7.66 (d, 2H, J = 8.7 
Hz) 


5 


A-5 




H 


13.90 (bs, IH), 12.92 (s, IH), 8.24 (d, 
2H, J = 7.8 Hz), 7.98 (d, 2H, J = 8.7 
Hz), 7.79 (s, IH), 7.76 (d, 2H, J = 8.4 
Hz), 7.71 (s, IH), 7.52 (d, 2H, J = 7.8 
Hz) 


6 


A-6 


Me-0- 


H 


13.92 (bs, IH), 12.89 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz),7.76 (d, IH, J = 8.2 
Hz), 7.71 (s, IH), 7.26 (d, 2H, J = 
8.5 Hz), 2.34 (s, 3H) 


7 


A-7 


Ph-O- 


H 


13.90 (bs, IH), 12.95 (s, IH), 8.26 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 7.5 
Hz), 7.92 - 8.12 (m, 8H), 7.47 - 7.52 
(m, 2H), 7.36 - 7.41 (m, 2H) 


8 


A-8 


MeO-^^— 


H 


13.90 (bs, IH), 12.88 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.89 (d, 2H, J = 7.8 
Hz), 7.76 (d, 2H, J = 7.8 Hz), 7.70 (s, 
IH), 7.55 (s, IH), 7.01 (d, 2H, J = 8.4 
Hz), 3.80 (s, 3H) 


9 


A-9 


NO2 


H 


13.90 (bs, IH), 12.93 (s, IH), 8.21 (d, 
2H, J = 8.1 Hz), 7.94 (d, IH, J = 7.5 
Hz), 7.79 - 7.83 (m, 2H),7.75 (d, 2H, 
J = 8.1 Hz), 7.70 (s, IH), 7.61 - 7.66 
(m, IH), 7.59 (S, IH) 


10 


A- 10 


t-Bu 


H 


13.85 (bs, IH), 12.30 (s, IH), 8.21 (d, 
2H, J = 8.1 Hz), 7.73 (d, 2H, J = 8.1 
Hz), 7.70 (s, IH), 6.84 (S, IH), 1.31 
(s,9H) 
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2 







R6 


B7 


iH-NMR (5) ppm 
(DMSO d-6) 


11 


A-U 


t-Bu-Q^ 


H 


13.92 (bs, IH), 12.93 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz),7.87 (d, 2H, J = 8.5 
Hz), 7.75 (d, 2H, J = 8.5 Hz),7.72 (s, 
IH), 7.65 (s, IH), 7.47 (d, 2H, J = 8.5 
Hz), 1.82 (s, 9H) 


12 


A- 12 


MeOOC-^ — 


H 


13.97 (bs, IH), 13.00 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz),8.08 (dd, 4H, J = 
19.2 Hz, 8.5 Hz), 7.94 (s, 1H),7.76 
(d, 2H, J = 8.5 Hz), 7.72 (s, IH), 3.81 
(s,3H) 


13 


A- 13 


n-Pen-^^— 


H 


13.88 (bs, IH), 12.91 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.1 
Hz), 7.76 (d, 2H, J = 8.5 Hz),7.72 (s, 
IH), 7.64 (s, IH), 7.27 (d, 2H, J = 8.1 
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.60 (q, 
2H, J = 6.6 Hz), 1.27 - 1.36 (m, 2H), 
0.87 (t, 3H, J = 6.6 Hz) 


14 


A- 14 


02N-O- 


H 


13.90 (bs, IH), 13.05 (s, IH), 8.34 (d, 
2H, J = 8.5 Hz), 8.24 (t, 4H, J = 8.2 
Hz), 8.10 (s, IH), 7.77 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH) 


15 


A- 15 




H 


13.92 (bs, IH), 12.99 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz),7.75 (d, IH, J = 8.5 
Hz), 7.71 (s, IH), 7.64 (s, IH), 7.44 
(d, IH, J = 4.1 Hz), 7.14 (d, IH, J = 
4.1Hz) 


16 


A- 16 




H 


13.90 (bs, IH), 12.93 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.84 (bs, IH), 7.76 
(d, 2H, J = 8.5 Hz), 7.72 (s, IH), 7.61 
- 7.62 (m, 2H), 7.56 (s, 2H) 


17 


A- 17 


Q- 


H 


13.95 (bs, IH), 13.00 (s, IH), 8.65 - 
8.67 (m, IH), 8.26 (d, 2H, J = 8.4 
Hz),8.09 - 8.12 (m, IH), 7.80 - 8.05 
(m, IH), 8.03 (s, IH), 7.78 (d, 2H, J 
= 8.4 Hz), 7.70 (s, IH), 7.55 (s, IH), 
7.73 (s, IH), 7.43 - 7.47 (m, 3H) 


18 


A- 18 


0- 


H 


13.01 (s, IH), 9.22 (d, IH, J = 2.1 
Hz), 8.62 (dd, IH, J = 5.1 Hz, 1.2 
Hz), 8.45 (d, IH, J = 8.4 Hz),8.25 (d, 
2H, J = 8.1 Hz), 7.98 (s, IH), 7.77 (d, 
2H, J = 8.1 Hz), 7.72 (S, IH), 7.64 
(dd, IH, J = 8.1 Hz, 5.1Hz) 


19 


A- 19 




H 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, IH), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d, 2H, J = 8.5 Hz), 7.72(s, IH) 
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3 



#^ 




R6 




iH-NMR (6) ppm 
(DMSO d-6) 


20 


A-20 




H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 - 8.01 (m, IH), 
7.82 (s, IH), 7.80 - 7.82 (m, IH), 7.76 
(d, 2H, J = 8.4 Hz), 7.71(s, IH) 


21 


A-21 




H 


13.97 (bs, IH), 13.00 (s, 1H),8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.64 (s, IH), 7.41 
(d, IH, J = 8.8 Hz), 7.24 (d, IH, J = 
3.8 Hz) 


22 


A-22 


H2N 


H 


13.94 (bs, IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.04 (d, 2H, J = 8.7 
Hz), 7.96 (d, 2H, J = 8.7 Hz), 7.99 
(bs, 2H), 7.88 (s, IH), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 is, IH) 


23 


A-23 




H 


13.94 (bs, IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.04 (d, 2H, J = 8.7 
Hz), 7.96 (d, 2H, J = 8.7 Hz), 7.99 
(bs, 2H), 7.88 (s, IH), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, IH), 2.81 (d, 3H, J 
= 4.2 Hz) 


24 


A-24 




H 


14.01 (bs, IH), 12.94 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.01 (d, 2H, J = 8.2 
Hz), 7.82 (s, IH), 7.77 (d, 2H, J = 8.5 
Hz), 7.72 (s, IH), 7.49 (d, 2H, J = 8.2 
Hz), 2.98 (s, 6H) 


25 


A-25 


i-Pr-O 


H 


13.90 (bs, IH), 13.01 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.01 - 8.12 (m, 4H), 
7.93 (s, IH), 7.76 (d, 2H, J = 8.5 Hz), 
7.72 (s, IH), 5.16 (quint, IH, J = 6.0 
Hz), 1.35 (d, 6H, J = 6.0 Hz) 


26 


A-26 




H 


13.92 (bs, IH), 13.01 (s, IH), 8.25 (d, 
2H, J = 8.4 Hz), 8.03 - 8.12 (m, 4H), 
7.93 (s, IH), 7.77 (d, 2H, J = 8.4 Hz), 
7.72 (s, IH), 4.30(t, 2H, J = 6.6 Hz), 
1.67 - 1.76 (m, 2H), 1.41 - 1.51 (2-m,. 
2H), 0.95(t, 3H, J = 7.2 Hz) 


27 


A-27 




H 


13.05 (s, IH), 9.16 (s, IH), 8.80 (d, 
IH, J = 7.8 Hz), 8.24 (d, 2H, J = 8.4 
Hz), 7.16 (s, IH), 7.90 (d, IH, J = 8.7 
Hz), 7.77 (d, 2H, J = 8.4 Hz), 7.72 (s, 
IH), 2.74 (d, 3H) 


28 


A-28 


-CH2COOEt 


H 


13.94 (bs, IH), 12.82 (s, IH), 8.21 (d, 
2H, J = 8.7 Hz), 7.74 (d, 2H, J = 8.7 
Hz), 7.71 (s, IH), 7.08 (s, IH), 4.09 
(q, 2H, J = 6.9 Hz), 3.75 (s, 2H), 1.20 
(t, 3H, J = 7.2 Hz) 
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§^ 




W 




iH-NMR (6) ppm 
(DMSO d-6) 


29 


A-29 


1 

MeOOC^ 


H 


13.91 (bs, IH), 12.86 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.22 (s. IH), 7.09 
(q, IH, J = 6.9 Hz), 3.68 (s, 3H), 1.89 
(d, 3H, J = 6.9 Hz) 


30 


A-30 


EtOOC"^ 


H 


13.94 (bs, IH), 13.23 (s, IH), 8.24(d, 
2H, J = 8.1 Hz), 7.98 (s, IH), 7.75 (d, 
2H, J = 8.1 Hz), 7.71 (s, IH), 4.46 (q, 
IH, J = 7.2 Hz), 2.10 (s, 3H), 1.35 (t, 
3H, J = 7.2 Hz) 


31 


A-31 




H 


13.90 (bs, IH), 13.08 (s, IH), 9.64 (d, 
IH, J= 2.1 Hz), 9.10 (s, IH), 8.27 (d, 
2H, J = 8.5 Hz), 8.20 (d, 2H, J = 8.1 
Hz), 8.17 (s, IH), 7.92 (td, IH, J = 
8.7 Hz, 1.8 Hz), 7.76 - 7.81 (m, 3H), 
7.72(8, IH) 


32 


A-32 




-COOEt 


14.04 (bs, IH), 13.30 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.73 - 7.76 (m, 4H), 
7.70 (s, IH), 7.44 - 7.46 (m, 3H), 4.22 
(q, 2H, J = 6.9 Hz), 1.23 (t, 3H, J = 
6.9 Hz) 


33 


A-33 




■COOMe 


13.97 (bs, IH), 13.31 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz), 8.76 (d, 2H, J = 8.4 
Hz), 7.73 - 7.76 (m, 2H), 7.70 (s, 
IH), 7.44 - 7.46 (m, 3H), 3.75 (s, IH) 


34 


A-34 




-CHzCOOMe 


13.88 (bs, IH), 12.89 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.60 - 7.63 (m, 
2H), 7.38 - 7.51 (d, 3H), 8.99 (s, 2H), 
3.68 (s, 3H) 


35 


A-35 


Q- 


-(CH2)2C02Me 


13.93 (bs, IH), 12.80 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, IH), 3.6 (s, 3H), 3.17 (t, 2H, 
J = 7.4 Hz), 2.72 (t, 2H, J = 7.4 Hz) 


36 


A-36 


Q- 


-(CH2)2C02Et 


13.93 (bs, IH), 12.80 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, IH), 4.05 (q, 2H, J = 7.1 
Hz), 3.17 (t, 2H, J = 7.4 Hz), 2.72 (t, 
2H, J = 7.4 Hz), 1.16 (t, 2H, J = 7.1 
Hz) 



38 



01/07423 



PCT/JPOO/04909 



5 



#^ 




R6 




iH-NMR (6) ppm 
(DMSO d-6) 


37 


A-37 


ci-fV 


CHa 


18.90 (bs, IH), 12.80 (s, 1H),8.22 (d, 
2H, J = 8.5 Hz), 7.74 (d, 2H, J = 8.5 
Hz), 7.72 (d, 2H, J = 8.2 Hz), 7.71 (s, 
IH), 7.53 (d, 2H, J = 8.2 Hz), 2.51 (s, 
3H) 


38 


A-38 




Et 


13.87 (bs, IH), 12.76 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.70 (s, IH), 7.62 - 7.65 (m, 
2H), 7.45 - 7.50 (m, 2H), 7.35 - 7.40 
(m, IH), 2.93 (q, 2H, J = 7.7 Hz), 
1.29 (t, 3H, J = 7.7 Hz) 


39 


A-39 


Me 


O2N-Q- 


13.93 (bs, IH), 12.98 (s, IH), 8.30 (d, 
2H, J = 9.0 Hz), 8.23 (d, 2H, J = 8.2 
Hz), 7.79 (d, 2H, J = 9.0 Hz), 7.75 (d, 
2H, J = 8.2 Hz), 7.70 (s, IH), 2.50 (s, 
IH) 


40 


A-40 




H 


13.92 (bs, IH), 12.76 (s, 1H),8.19 (d, 
4H, J = 8.8 Hz), 7.72 (d, 2H, J = 8.2 
Hz), 7.69 (8, IH), 7.54 (d, 2H, J = 8.2 
Hz), 7.05 (s, IH), 4.17 (s, 2H) 


41 


A-41 




Me 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, IH), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d, 2H, J = 8.5 Hz), 7.72(s, IH) 


42 


A-42 




COOMe 


13.90 (bs, IH), 13.31 (s, IH), 8.24 (d, 
2H, J = 8.7 Hz),7.80 - 7.84 (m, 2H), 
7.75 (d, IH, J = 8.7 Hz), 7.70 (s, IH), 
7.26 - 7.32 (m, 2H), 3.76 (s, 3H) 


43 


A-43 




CH2CH2CI 


13.92 (bs, IH), 12.86 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, IH, J = 8.5 
Hz),7.71 (s, IH), 7.65 - 7.69 (m, 2H), 
7.28 - 7.34 (m, 2H), 3.91 (t, 2H, J = 
6.6 Hz), 3.33 (t, 2H, J = 6.6 Hz) 


44 


A-44 




Me 


13.92 (bs, IH), 12.81 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.74 (d, 2H, J = 8.5 
Hz), 7.70 (s, IH), 7.52 - 7.63 (m, 
2H), 7.28 - 7.34 (m, 2H), 2.38 (s, 3H) 


45 


A-45 




C0N(Me)2 


13.96 (bs, IH), 13.15 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.77 (d, 2H, J = 8.5 
Hz), 7.23 (s, IH), 7.65 - 7.69 (m, 
2H), 7.37 - 7.51 (m, 3H), 2.97 (s, 
3H), 2.67 (s, 3H) 


46 


A-46 




CONH2 


13.94 (bs, IH), 13.10 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.72 - 7.81 (m, 5H), 
7.52 (bs, 2H), 7.41 - 7.49 (m, 3H) 



39 



01/07423 



PCT/JPOO/04909 



6 



mmm 




R6 




iH-NMR (5) ppm 
(DMSO d-6) 


47 


A-47 




CONHMe 


13.90 (bs, IH), 13.11 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz),8.18 (q, IH, J = 4.7 
Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.71 - 
7.74 (m, 3H), 7.37 - 7.48 (m, 3H), 
2.71(d, 3H, J = 4.7Hz) 


48 


A-48 


Or 


*-CH2- 


13.95 (bs, IH), 13.00 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.56 - 7.60 (m, 
2H), 7.36 - 7.41 (m, IH), 7.23 - 7.29 
(m, IH), 3.92 (s, 2H) 


49 


A-49 




*-(CH2)2- 


13.92 (bs, IH), 12.85 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.72 - 7.77 (m, 4H), 
7.18 - 7.32 (m, 3H), 2.96 - 3.05 (m, 
4H) 


50 


A-50 




*-(CH2)s- 


13.89 (bs, IH), 12.76 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.99 (d, IH, J = 7.1 
Hz), 7.75 (d, 2H, J = 8.1 Hz), 7.71 (s, 
IH), 7.19 - 7.34 (m, 3H), 72.96 (t, 
2H, J = 7.1 Hz), 2.78 - 2.81 (m, 2H), 
2.07 - 2.15 (m, 2H) 


51 


A-51 




CH2CH2CI 


13.95 (bs, IH), 12.90 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.66 - 7.71 (m, 
2H), 7.57 - 7.62 (m, 2H), 3.91 (t, 2H, 
J = 6.8 Hz), 3.33 (t, 2H, J = 6.8 Hz) 


52 


A-52 




H 


13.99 (bs, IH), 12.92 (s, IH), 10.03 
(s, IH), 8.24 (d, 2H, J = 8.5 Hz),7.88 
(d, 2H, J = 8.5 Hz), 7.75 (d, 2H, J = 
8.5 Hz), 7.72 (s, IH), 7.66 (d, 2H, J = 
8.5 Hz), 7.59 (s, IH), 2.07 (s, 3H) 


53 


A-53 


F3C 


H 


13.98 (bs, IH), 12.95 (s, IH), 8.33 (s, 
IH), 8.25 (d, 2H, J = 8.5 Hz), 8.23 - 
8.27 (m, IH), 7.98 (s, IH), 7.77 (d, 
2H, J = 8.5 Hz), 7.69 - 7.72 (m, 3H) 


54 


A-54 


H 


CI 


13.90 (bs, IH), 8.22 (d, 2H, J = 8.5 
Hz), 8.14 (s, IH), 7.76 (d, 2H, J = 8.5 
Hz), 775 (s, IH), 7.62 - 7.70 (m, 2H) 


55 


A-55 


H 


Q- 


13.87 (bs, IH), 12.86 (s, IH), 8.23 (d, 
2H, J= 8.5 Hz), 7.98 (s, IH), 7.76 (d, 
2H, J = 8.5 Hz), 7.71 (s, IH), 7.68 - 
7.52 (m, 2H), 7.42 - 7.47 (m, 2H), 
7.30 - 7.35 (m, IH) 


56 


A-56 


Me 

Br-^S 


H 


13.89 (bs, IH), 12.95 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.36 (s, IH), 7.11 
(s, IH), 2.40 (s, 3H) 



40 



wo 01/07423 



PCT/JPOO/04909 



7 











iH-NMR (5) ppm 
(DMSO d-6) 


57 


A-57 




H 


13.89 (bs, IH), 12.77 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.29 (s, IH), 7.07 
(d, IH, J = 1.1 Hz), 2.60 (s, 3H), 2.40 
(s,3H) 


58 


A-58 


* 


* -OCH2- 


14.03 (bs, IH), 12.99 (s, IH), 8.23 (d, 
2H, J = 8.2 Hz), 7.75 (d, 2H, J = 8.2 
Hz), 7.69 (s, IH), 7.54 (d, IH, J = 2.5 
Hz), 7.24 (dd, IH, J = 8.5 Hz, 2.5 
Hz), 6.97 (d, IH, J = 8.5 Hz), 5.54 (s, 
2H) 


59 


A-59 


Or 

* 


*-SCH2- 


13.84 (bs, IH), 12.95 (s, IH), 8.34 (d, 
2H, J = 8.5 Hz), 7.86 - 7.90 (m, IH), 
7.76 (d, 2H, J = 8.5 Hz), 7.72 (s, IH), 
7.34 - 7.37 (m, IH), 7.19 - 7.30 (m, 
2H), 4.32 (s, 2H) 


60 


A-60 


F 


H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 - 8.01 (m, IH), 
7.82 (s, IH), 7.80 ■ 7.82 (m, IH), 7.76 
(d, 2H, J = 8.4 Hz), 7.71(s, IH) 


61 


A-61 




H 


13.94 (bs, IH), 13.01 (s, 1H),8.25 (d, 
2H, J = 8.2 Hz), 8.18 (d, 2H, J = 8.2 
Hz), 7.96 (s, IH), 7.82 (d, 2H, J= 8.2 
Hz), 7.76 (d, 2H, J = 8.2 Hz), 7.71 (s, 
IH) 


62 


A-62 


MeO-^ — 
F 


H 


13.94 (bs, IH), 12.91 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.96 (s, IH), 7.67 - 
7.80 (m, 6H), 7.22 - 7.28 (m, IH), 
3.88 (s, 3H) 


63 


A-63 


F3CO 


H 


13.95 (bs, IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.00 - 8.02 (m, IH), 
7.94 - 7.96 (m, 6H), 7.77 (d, 2H, J = 
8.5 Hz), 7.73 (s, IH), 7.60 (t, IH, J = 
7.8 Hz), 7.34 - 7.36 (m, IH) 


64 


A-64 


F 


H 


13.97 (bs, IH), 12.97 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.26 - 
7.84 (m, 6H), 7.72 (s, IH), 7.47 - 7.54 
(m, IH), 7.15 - 7.21 (m, IH) 


65 


A-65 


F3C^ 


C02Me 


13.40 (s, IH), 8.24 (d, 2H, J = 8.2 
Hz),7.97 (d, 2H, J = 8.5 Hz), 7.83 (d, 
2H, J = 8.0 Hz), 7.76 (d, 2H, J = 8.0 
Hz), 7.70 (s, IH), 3.77 (s, 8H) 


66 


A-66 




H 


8.24 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H, 
J = 8.5Hz),7.73 (s, IH), 7.72 (s, IH) 



41 



wo 01/07423 



PCT/JPOO/04909 





#^ 


R6 




iH-NMR (6) ppm 
(DMSO d-6) 


67 


A-67 




H 


13.96 (bs, IH), 12.98 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 8.15 (m, IH), 
7.77 (d, 2H, J = 8.5 Hz), 7.73 (s, IH), 
7.63 (d, IH, j = 2.5 Hz), 7.31 - 7.45 
(m, 3H) 


68 


A-68 


OCF3 


H 


13.96 (bs, IH), 12.96 (s, IH), 8.23 (d, 
2H, J = 8.2 Hz), 7.86 (d, IH, J = 7.9 
Hz), 7.62 - 7.78 (m, 6H), 7.35 (s, IH) 


69 


A-69 


F 
F 


H 


13.93 (bs, IH), 13.03 (s, IH), 8.24 (d, 
2H, J = 8.2 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.72 (s, IH), 7.47 - 7.57 (m, 
IH), 7.55 (s, IH), 7.17 - 7.28 (m, 2H) 


70 


A-70 


F 


H 


13.95 (bs. IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 7.18 (m, IH), 
7.76 (d, 2H, J = 8.2 Hz), 7.72 (m, 
IH), 7.60 (d, IH, J = 2.7 Hz), 7.36 - 
7.44 (m, IH), 7.20 - 7.27 (m, IH) 


71 


A-71 


F 

. — ( 

1 


H 


13.96 (bs, IH), 12.94 (s, IH), 8.23 (d, 
2H, J = 8.2 Hz), 7.97 - 8.06 (m, IH), 
7.75 (d, 2H, J = 8.2 Hz), 7.67 - 7.72 
(m, IH), 7.69 (s, IH), 7.67 (d, IH, J 
= 2.5 Hz) 


72 


A-72 


Br 


H 


13.99 (bs, IH), 12.92 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 8.19 (t, 2H, J = 1.6 
Hz), 7.95 - 7.98 (m, IH), 7.87 (s, 
IH), 7.77 (d, 2H, J = 8.5 Hz), 7.52 - 
7.56 (m, IH), 7.42 (t, IH, J = 8.0 Hz) 


73 


A-73 


'-0- 


H 


13.97 (bs, IH), 12.95 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.72 - 7.84 (m, 8H), 



42 



wo 01/07423 



PCT/JPOO/04909 
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43 



wo 01/07423 



PCT/JPOO/04909 





#^ 




R" 


iH-NMR (8) ppm 
(DMSO d-6) 


74 


B-1 




H 


12.92 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.95 - 7.98 (m, 2H), 
7.87 (s, IH), 7.76 (d, 2H, J = 8.4 Hz), 
7.73 (s, IH), 7.43 - 7.48 (m, 2H), 7.32 
- 7.37 (m, IH) 


75 


B-2 




H 


12.89 (s, IH), 12.75 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.97 - 8.02 (m, 2H), 
7.87 (s, IH), 7.76 (d, 2H, J = 8.4 Hz), 
7.70 (8, IH), 7.26 - 7.32 (m, 2H) 


76 


B-3 




H 


12.92 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.94 (d, 2H, J = 7.1 
Hz), 7.90 (s, IH), 7.86 (s, IH), 7.76 
(d, 2H, J = 8.5 Hz), 7.65 (d, 2H, J = 
7.1Hz) 


77 


B-4 




H 


12.91 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.98 (d, 2H, J = 8.5 
Hz), 7.86 (s, IH), 7.79 (s, IH), 7.76 
(d, 2H, J = 8.5 Hz), 7.52 (d, 2H, J = 
8.5 Hz) 


78 


B-5 




H 


12.89 (s, IH), 12.75 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.85 (d, 
IH, J = 8.1 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, IH), 7.26 (d, IH, J = 8.1 
Hz), 2.34 (s, 3H) 


79 


B-6 




H 


12.94 (s, IH), 12.74 (bs, IH), 8.25 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 8.1 
Hz), 7.87 (s, IH), 7.72 - 7.79 (m, 
7H), 7.49 (t, 2H, J = 7.5 Hz), 7.38 (t, 
2H, J = 7.5 Hz) 


80 


B-7 


MeO-^^— 


H 


12.89 (s, IH), 12.76 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.99 (d, 2H, J = 8.7 
Hz), 7.86 (s, IH), 7.76 (d, 2H, J = 8.4 
Hz), 7.56 (s, IH), 7.01 (d, 2H, J = 
8.7 Hz), 3.80 (s,3H) 


81 


B-8 


NO2 


H 


12.85 (s, IH), 12.73 (bs, IH), 8.21 (d, 
2H, J = 8.7 Hz), 7.94 (dd, IH, J = 7.8 
Hz, 1.2 Hz), 7.86 (s, IH), 7.78 - 7.83 
(m, 2H), 7.74 (d, 2H, J = 8.7 Hz), 
7.61 - 7.67 (m, IH), 7.59 (S, IH) 



44 



01/07423 



PCT/JPOO/04909 



1 0 



#^ 




R<3 




iH-NMR (6) ppm 
(DMSO d-6) 


82 


B-9 


t-Bu 


H 


12.70 (s, IH), 8.20 (d, 2H, J = 8.7 
Hz), 7.84 (s, IH), 7.73 (d, 2H, J = 8.7 
Hz), 6.84 (S, IH), 1.31 (s, 9H) 


83 


B-10 




H 


12.90 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.88 (d, 2H, J = 8.5 
Hz), 7.87 (s, IH), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, IH), 7.47 (d, 2H, J = 8.5 
Hz), 1.32 (s, 9H) 


84 


B-11 


MeOOC 


H 


12.97 (s, IH), 12.72 (bs, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.08 (dd, 4H, J = 
18.9 Hz, 8.8 Hz), 7.94 (s, IH), 7.87 
(s, IH), 7.76 (d, 2H, J = 8.5 Hz), 3.81 
(s,3H) 


85 


B-12 


n-Pen-^"^ 


H 


12.89 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.7 Hz), 7.87 (s, IH), 7.85 (d, 
2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.4 
Hz), 7.63 (s, IH), 7.26 (d, 2H, J = 8.7 
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.55 - 
1.65 (m, 2H), 1.27 - 1.36 (m, 2H), 
0.87 (t, 3H, J = 7.8 Hz) 


86 


B-13 


02N-O- 


H 


13.03 (s, IH), 12.73 (bs, IH), 8.34 (d, 
2H, J = 8.5 Hz), 8.24 (d, 2H, J = 8.7 
Hz), 8.22 (d, 2H, J = 8.7 Hz), 8.09 (s, 
IH), 7.86 (s, IH), 7.76 (d, 2H, J = 8.5 
Hz) 


87 


B-14 




H 


12.89 (s, IH), 12.73 (bs, IH), 8.23 (d, 
2H, J = 8.7 Hz), 7.87 (s, IH), 7.75 (d, 
2H, J = 8.7 Hz), 7.64 (s, IH), 7.44 
(d, IH, J = 3.9 Hz), 7.15 (d, IH, J = 
3.9 Hz) 


88 


B-15 




H 


12.89 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.83 - 
7.84 (m, IH), 7.75 (d, 2H, J= 8.5 
Hz), 7.62 - 7.63 (m, 2H), 7.56 (s, IH) 


89 


B-16 


CI 


H 


12.92 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H, J = 8,7 Hz), 8.22 (d, IH, J = 2.4 
Hz), 7.95 (dd, IH, J = 8.4 Hz, 2.4 
Hz), 7.94 (s, IH), 7.86 (s, IH), 7.77 
(d, 2H, J = 8.7 Hz), 7.73 (d, IH, J = 
8.4 Hz) 


90 


B-17 




H 


12.99(s, IH), 12.75 (bs, IH), 8.38 (m, 
IH), 8.25 (m, 2H), 7.99 (m, 2H), 7.87 
(s, IH), 7.77 (d, 2H, J = 8.4 Hz), 7.55 
(m, 4H), 7.73 (m, IH), 


91 


B-18 




H 


12.91 (s, IH,), 12.76 (bs, IH), 8.86(s, 
IH), 8.23 (d, 2H, J=8.7Hz), 7.96 (m, 
IH), 7.83 (m, IH), 7.82 (s, IH), 7.75 
(d, 2H, J=8.7 Hz), 7.52 (m, IH) 
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1 1 



■ 


§^ 


R6 




iH-NMR (5) ppm 
(DMSO d-6) 


92 


B-19 




H 


12.99(s, IH), 12.75 (bs, IH), 8.38 
(IH, m), 8.26 (d„ 2H, J=8.7Hz), 
7.99 (m, 2H), 7.87(s, IH), 7.77 (d, 
2H, J=8.7 Hz), 7.66 (m, 4H), 7.73 
(m, IH) 


93 


B-20 


H 


H 


12.72 (bs, 2H), 8.22 (d, 2H, J=8.7 
Hz), 7.86 (s, IH), 7.58 (d, IH, J=3.6 
Hz), 7.75 (d, 2H, J=8.7 Hz), 7.31 (d, 
IH, J=3.6Hz), 


94 


B-21 


Q- 


*-(CH2)2- 


12.84 (s, IH), 12.73 (bs, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.86 (s, IH), 7.75 (d, 
2H, J = 8.5 Hz), 7.74 (d, IH, J = 6.9 
Hz), 7.18 - 7.32 (m, 3H), 2.96 - 3.05 
(m, 4H) 


95 


B-22 




*-(CH2)s- 


12.75 (s, 2H), 8.23 (d, 2H, J = 8.5 
Hz), 8.00 (d, 2H, J = 7.4 Hz), 7.86 (s, 
IH), 7.75 (d, 2H, J = 8.5 Hz), 7.19 - 
7.33 (m, 3H), 2.96 (t, 2H, J = 6.8 
Hz), 2.78 - 2.82 (m, 2H), 2.06 - 2.15 
(m, 2H) 


96 


B-23 




CH2CH2C1 


12.86 (s, IH), 12.74 (bs, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, IH), 7.75 (d, 
2H, J = 8.5 Hz), 7.65 - 7.69 (m, 2H), 
7.29 - 7.35 (m, 2H), 3.91 (t, 2H, J = 
6.8 Hz), 3.32 (t, 2H, J = 6.8 Hz) 


97 


B-24 


c\-fy- 


Me 


12.76 (s, IH), 12.70 (bs, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.85 (s, IH), 7.74 (d, 
2H, J = 8.5 Hz), 7.72 (d, 2H, J = 8.5 
Hz), 7.53 (d, 2H, J = 8.5 Hz), 2.51 (s, 
IH) 


98 


B-25 




CH2Me 


12.77 (s, IH), 12.70 (bs, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, IH), 7.75 (d, 
2H, J = 8.5 Hz), 7.62 - 7.65 (m, 2H), 
7.45 - 7.50 (m, 2H), 7.35 - 7.40 (m, 
IH), 2.93 (q, 2H, J = 7.4 Hz), 1.29 (t, 
3H, J = 7.4 Hz) 
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1 2 iCTT UfCo 
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R7 


iH-NMR (8) ppm 
(DMSO d-6) 


99 


C-1 


CI 


H 


12.88 (s, IH,), 12.54 (bs, IH), 8.22 (s, IH), 
8.20 (d, 2H, J = 5.8 Hz), 7.91 - 7.97 (m, 
411), 7.72 (d, IH, J = 8.5 Hz), 6.83 (s, HI) 


inn 






XJ 


12.96(s, IH), 12.54 (bs, IH), 8.22 (d, 2H, J 
= 8.7 Hz), 8.04 - 8.13 (m, IH), 7.94 (s, IH), 
7.93 (d, 2H, J = 6.9 Hz), 6.84 (s, IH), 3.88 
(s, 3H) 


101 


C-3 


V V 


H 


12.89 (s, IH,), 12.55 (bs, IH), 8.21 (d, 2H, 
J = 8.5 Hz), 7.89 - 8.03 (m, IH), 7.93 (d, 
2H, J= 8.5 Hz), 7.89 - 7.86 (m, IH), 7.82 
(s, IH), 7.48 - 7.57 (m, IH), 6.83 (s, IH) 


102 


C-4 




H 


12.96(s, IH), 12.55 (bs, IH), 8.20 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.34 (s, 
IH), 7.42 (d, IH, J = 3.8 Hz), 7.24 (d, 2H, J 
= 3.8 Hz), 6.83 (s, IH) 


103 


C-5 


Or 


*.(CH2)2- 


12.81 (s, IH), 12.54 (bs, IH), 8.21 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.74 (d, 
2H, J = 7.4 Hz), 7.18 - 7.32 (m, 3H), 6.83 
(s, IH), 2.95 - 3.05 (m, 4H) 


104 


C-6 




*-(CH2)3- 


12.72 (s, IH), 12.56 (bs, IH), 8.20 (d, 2H, J 
= 8.5 Hz), 8.01 (d, IH, J =7.4 Hz), 7.92 (d, 
2H, J = 8.5 Hz), 7.20 - 7.34 (m, 3H), 6.82 
(s, IH), 2.97 (t, 2H, J = 6.8 Hz), 2.79 - 2.81 
(m, 2H), 2.09 - 2.13 (m, 2H) 


105 


C-7 




CH2CH2CI 


12.83 (8, IH), 12.55 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.65 - 
7.70 (m, 2H), 8.28 - 7.35 (m, 2H), 6.83 (s, 
IH), 3.91 (t, 2H, J = 6.9 Hz), 3.34 (t, 2H, J 
= 6.9 Hz) 


106 


C-8 




Me 


12.75 (s, IH), 12.53 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.91 (d, 2H, J = 8.5 Hz), 7.72 (d, 
2H, J = 8.5 Hz), 7.53 (d, 2H, J = 8.5 Hz), 
6.82 (s, IH), 2.51 (s, 3H) 


107 


C-9 


o- 


CH2Me 


12.74 (s, IH), 12.55 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.62 - 
7.65 (m, 2H), 7.45 - 7.50 (m,. 2H), 7.35 - 
7.40 (m, IH), 6.83 (s, IH), 2.93 (q, 2H, J = 
7.4 Hz), 1.30 (t, 3H, J = 7.4 Hz) 
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m 3 T.W^'it^m(4)(Ditt> drills® T ? ^^^fflv^s :l t i:: X 'o ^t^i^iB-i) 
1 3 ~ 1 5 \Z.f^ \^fz.^ 

5 
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mmm 


#^ 


X 


RA 


iH-NMR (5) ppm 
(DMSO d-6) 


108 


D-l 




H 


7.64 (2H, d, J = 8.7 Hz), 7.71 (2H, d, J = 
8.7 Hz), 7.74 (2H, d, J = 8.7 Hz), 
7.86(1H, s), 8.06 (2H, d, J = 8.1 Hz), 
12.70(1H, br.s) 


109 


D-2 




H 


7.21 (2H, dd, J = 8.7 Hz, Jh.f= 8.7 Hz), 
7.75 (2H, d, J = 8.7 Hz), 7.80 (2H, m), 
7.86 (IH, s), 8.06 (2H, d, J = 8.7 Hz), 
10.42 (IH, s), 12.72 (IH, bs) 


110 


D-3 


ct 


H 


1.33 (3H, t, J = 6.9 Hz), 4.45 (2H, q, J = 
6.9 Hz), 7.20 (IH, dd, J = 8.1 Hz, 8.1 
Hz), 7.46 (IH, dd, J = 8.1 Hz, 8.1 Hz), 
7.60 (2H, m), 7.75 (IH, m), 7.76 (2H, d, 
J = 8.7 Hz), 7.88 (IH, s), 8.15 (2H, d, J 
= 8.7 Hz), 8.58 (IH, s), 10.43 (IH, s), 
12.72 (IH, bs) 


111 


D-4 


Et 


H 


1.16 (3H, t, J = 7.2 Hz), 2.30 (3H, s), 
3.40 (2H, q, J= 7.2 Hz), 3.56 (2H, t, 5.4 
Hz), 3.68 (2H, m), 6.44 (IH, bs), 6.58 
(IH, d, J = 7.5 Hz), 6.63 (IH, s), 6.64 
(IH, d, J = 7.5 Hz), 7.14 (IH, dd, J = 7.5 
Hz, 7.5 Hz), 7.52 (2H, d, J = 8.7 Hz), 
7.77 (2H, d, J = 8.7 Hz), 7.83 (IH, s) 


112 


D-5 


H H 


Ph 


6.95 (IH, dd, J = 7.5 Hz, 7.5 Hz), 7.23 
(3H, m), 7.38 (6H, m), 7.60 (2H, m), 
7.69 (2H, m), 7.77 (IH, s), 9.02 (IH, s), 
9.25 (IH, s), 12.66 (IH, bs) 


113 


D-6 




Me 


3.47 (3H, s), 7.41 (2H, d, J = 9.0 Hz), 
7.47 (4H, m), 7.58 (3H, m), 7.78 (2H, d, 
J = 9.0 Hz), 7.84 (2H, m), 12.62 (IH, bs) 


114 


D-7 




H 


3.83 (3H, s), 7.07 (IH, dd, J = 2.4 Hz, 
9.0 Hz), 7.62 (IH, d, J = 2.4 Hz), 7.68 
(IH, d, J = 9.0 Hz), 7.76 (2H, d, J = 8.4 
Hz), 7.87 (IH, s), 8.23 (2H, d, J =8.4 
Hz), 12.75 (IH, s), 12.88 (IH, s) 


115 


D-8 




H 


7.58 (3H, m), 7.77 (2H, d, J = 8.7 Hz), 
7.88 (2H, m), 7.95 (3H, m), 8.06 (2H, 
m), 8.11 (2H, d, J = 8.7 Hz), 10.72 (IH, 
s), 12.72 (IH, bs) 


116 


D-9 




H 


4.49 (2H, d, J = 6.0 Hz), 7.25(lH, m), 
7.33 (4H, m), 7.69 (2H, d, J = 8.1 Hz), 
7.83 (IH, s), 8.01 (2H, d, J = 8.1 Hz), 
9.17 (IH, t, J = 6.0 Hz), 12.69 (IH, bs) 
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1 4 





#^ 


X 




iH-NMR (6) ppm 
(DMSO d-6) 


117 


D-IO 


MeS-^ — 


H 


2.47 (3H ,s), 7.27 (2H, d, J = 9.0 Hz), 
7.74 (4 H, m), 7.85 (IH, s), 8.06 (2H, d, 
J = 9.0 Hz), 12.60 (IH, bs) 


118 


D-11 




H 


12.45 (bs, IH), 10.29 (s, IH), 8.07 (d, 
2H, J = 8.1 Hz), 7.87 (s, IH), 7.74 (d, 
2H, J = 8.1 Hz), 7.67 (d, 2H, 8.7 Hz), 
7.18 (d, 2H, J = 8.7 Hz), 2.56 (t, 2H, J = 
7.5 Hz), 1.50 - 1.61 (m, 2H), 1.25 - 1.87 
(m, 2H), 0.91 (t, 3H, J = 7.5 Hz) 


119 


D-12 




H 


13.94 (bs, IH), 12.25 (s, IH), 8.17 (d, 
2H, J = 8.4 Hz), 7.88 - 7.92 (m, 2H), 
7.77 (d, 2H, J = 8.4 Hz), 7.72 (s, IH), 
7.52 - 7.53 (m, 8H), 6.96 (s, 8H) 


120 


D-13 




H 


3.893 (3H, s), 7.026 (IH, s), 7.756 (2H, 
d, J=8.4 Hz), 7.851 (IH, s), 8.028-8.100 
(4H, m), 8.156 (2H, d, J=8.4 Hz), 
12.277 (IH, s), 12.714 (IH, br) 


121 


D-14 


CI 


H 


7.556 (IH, dd, J=2.1, 8.4 Hz), 7.730- 
7.769 (4H, m), 7.865 (IH, s), 7.943 (IH, 
d, J=8.4 Hz), 8.236 (2H, d, J=8.4 Hz), 
12.732 (IH, s), 12.963 (IH, br) 


122 


D-15 




H 


7.019 (IH, br), 7.332-7.381(lH, m), 
7.467 (2H, t, J=7.7 Hz), 7.711- 
7.785(4H, m), 7.862 (IH, s), 8.147 (2H, 
d, J=8.7 Hz)11.024 (IH, s), 12.5 (IH, 
br) 


123 


D-16 




H 


3.879 (3H, s), 7.107 (IH, s), 7.732 (2H, 
d, J=8.4 Hz), 7.861 (IH, s), 7.933 (2H, 
d, J=8.7 Hz), 8.036 (2H, d, J=8.7 Hz), 
8.152 (2H, d, J=8.4 Hz), 11.124 (IH, s), 
12.711 (IH, br) 


124 


D-17 




H 


7.31-7.37 (2H, m), 7.735 (2H, d, J=9.0 
Hz), 7.86-7.83(2H, m), 7.871 (IH, s), 
8.149-8.178 (3H, m), 8.298 (2H, d, 
J=8.7 Hz), 8.73 (IH, s), 11.058 (IH, s), 
12.707 (IH, br) 


125 


D-18 


EtO 


H 


1.352 (3H, t, J=7.2 Hz), 4.350 (2H, q, 
J=7.2 Hz), 7.728 (2H, d, J=8.4 Hz), 
7.862 (IH, s), 7.919 (2H, d, J=8.4 Hz), 
8.062 (2H, d, J=8.4 Hz), 8.164 (2H, d, 
J=8.7Hz), 11.119 (IH, s), 12.716 (IH, 
br) 
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^15 



H Ip 






#^ 


X 


iH-NMR (5) ppm 
(DMSO d-6) 


126 


D-19 




J = 8.2 Hz), 7.80(d, 2H, J = 8.2 Hz), 
7.72(s, IH), 7.65(d, 2H, J = 8.0 Hz), 
7.43(t, 2H, J = 8.0 Hz), 7.39(s, IH), 
7.30(t, IH, J = 8.0 Hz), 7.30(s, IH). 


127 


D-20 




12.1(bs,2H),11.9(bs,lH),8.19 (d, 2H,J = 
8.5 Hz), 7.79 (d, 2H, J = 8.5 Hz), 7.74 
(d, 2H, J = 8.5 Hz), 7.71 (s, IH), 7.46 (s, 
IH), 7.40(d, 2 H, J = 8.5 Hz) 



wo 01/07423 



PCT/JPOO/04909 



'T\yy^)\^T)\yfci F ^ ^ ^ ;i/ (75 ft '9 5- ^ 5 7 7 /-l^ >■ 7< 9^ 
^fflV^S r <!: J: 'ft:'^i^(E-l)~^t:'i-#KE-5)trl^JS«?y 1 }i 12 ^ <^ :*r i: |^ <D 
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o 







X 


Z 


iH-NMR (5) ppm 
(DMSO d-6) 


128 


E-l 


CI 




7.23 (IH, d, J= 3.9 Hz), 7.65 (IH, 
s), 7.71 (IH, d, J = 8.4 Hz), 7.88- 
7.94 (3H, m), 8.19 (IH, d, J = 2.4 
Hz), 12.6 (IH, br), 12.92 (IH, s) 


129 


E-2 






7.69-7.73 (2H, m), 7.90-7.94 (2H, 
m), 8.05 (IH, s), 8.19 (IH, d, J = 
2.1 Hz), 8.33 (IH, d, J = 4.2 Hz), 
12.7 (IH, br), 13.06 (IH, s) 


1 QO 


XL/-0 






3.87 (3H, s), 7.72 (IH, d, J=4.2 
Hz), 7.91 (IH, s), 8.02-8.10 (5H, 
m), 8.34 (IH, d, J = 4.2 Hz), 12.7 
(IH, br), 13.11 (IH, s) 


131 


E-4 


CI 




13.75 (bs, IH), 13.08 (s, IH), 9.37 
(d, IH, J = 2.1 Hz), 8.56 (dd, IH, J 
= 8.2 Hz, 2.4 Hz), 8.21 (d, IH, J = 
1.8 Hz), 8.05 (d, IH, J = 7.9 Hz), 
7.95 (s, IH), 7.94 (dd, IH, J = 9.1 
Hz), 2.1 Hz), 7.75 (s, IH), 7.33 (d, 
IH, J = 8.5 Hz) 


132 


E-5 






13.77 (bs, IH), 13.15 (s, IH), 9.48 
(d, IH, J = 2.7 Hz), 8.57 (dd, IH, J 
= 8.4 Hz, 2.4 Hz), 8.02 - 8.12 (m, 
4H), 7.96 (s, IH), 7.92 - 8.02 (m, 
IH), 7.75 (s, IH), 3.88 (s, 3H) 
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m 1 7 






#^ 


P6 


V 

X 


iH-NMR (5) ppm 
(DMSO d-6) 


133 


F-1 


CI 

CI— ^w^— 


o 

H 


4.50 (2H, s), 7.15 (2H, d, J = 8.7 
Hz), 7.58 (2H, d, 8.7 Hz), 7.76 (IH, 
8), 7.88-7.918 (2H, m), 8.15 (IH, d, 
J= 1.8 Hz), 12.52 (IH, br), 12.60 
(IH, s) 


134 


F-2 




O 

H 


3.87 (3H, s), 5.00 (2H, s), 7.16 (2H, 
d, J = 8.7 Hz), 7.59 (2H, d, J = 8.7 
Hz), 7.76 (IH, s), 7.88 (IH, s), 8.01- 
8.08 (4H, m), 12.50 (IH, br), 12.65 
(IH, s) 


135 


F-3 




O 

H 


8.87 (3H, s), 7.01 (IH, d, J = 16.2 
Hz), 7.66-7.88 (7H, m), 8.01-8.10 
(4H, m), 12.64 (IH, s) 


136 


F-4 




O 

H 


6.99 (IH, d, J = 15.9 Hz), 7.65-7.79 
(7H, m), 7.86 (IH, s), 7.89 (IH, dd, 
J = 2.1 Hz, 8.7 Hz), 8.13 (IH, d, J = 
2.1Hz), 12.58 (1H,8) 
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m 1 x@) 

5 ^Sfi^d 1 2 X^ST'-g-j^ b/^L-ft-^ifeOXl.lO g)^^ y —/l- (300 ml) 

SL. io%y<9 j>>mm (0.55 g) ^Mx.7^m^mn.rx-m:W\^tco 

iH NMR (DMSO-de, 8 ppm): 12.46 (bs, IH), 7.99 (d, 2H, J = 8.4 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 4.95 (dd, IH, J = 9.0 Hz, 4.5 Hz), 3.45 (dd, IH, J = 14.4 Hz, 4.5 
10 Hz), 3.22 (dd, IH, J = 14.4 Hz, 9.0 Hz) 



(m 2 x@) 

'fb'^«^(6)(1.0 g)^>?:^=^■^^>(20 ml)*5 j:t>':S'fl:^^^/t'(10 ml){;i ioo°c-eJp 

15 i^-fb^f^^^-ar-fJ-^COS V^yto :iJ /^:^>-mMitmi286mg)^ 2-T 5:7-4- 
( 3', 4'-v^:7 7U;^-t3 ^a^ci^/U) ^ry — (212 mg) ^Ir =3f^ if (50 ml) (CI ^ 

fc;°y v'v(i2i n i)^Jn^ 2 0#ra ioo°c-e»p^ bfeo ^lK^MJi?S*b> a 

(G-1) 

20 iH NMR (DMSO-de, 6 Ppm): 12.75 (s, IH), 12.11 (bs, IH), 8.08 (d, 2H, J = 8.2 
Hz), 7.93 - 8.01 (m, IH), 7.80 - 7.84 (m, IH), 7.80 (s, IH), 7.48 - 7.59 (m, IH), 
7.44 (d, 2H, J = 8.2 Hz), 5.01 (dd, IH, J = 8.8 Hz, 4.7 Hz), 3.48 (dd, IH, J = 14.0 
Hz, 4.7 Hz), 3.26 (dd, IH, J = 14.0 Hz, 8.8 Hz) 
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miMm 13 8 

3 6 G-2 

2-T 5 y -4- (3',4'.^/:7/U;^-D :7 ^ry — /K^{-tt> 19 fJl 2-T 5 7 -5- (5'- 

5 y^u^^:t7 ^~/\^) ^-ry' — yV^JlV^S r t ICX <9 'fb-a-;fe(G-2)^^iS^!j 13 7 

iH NMR (DMSO-de, 6 ppm): 12.81 (s, IH), 12.10 (bs, IH), 8.08 (d, 2H, J = 8.2 
Hz), 7.61 (s, IH), 7.43 (d, 2H, J = 8.2 Hz), 7.40 (d, IH, J = 4.1 Hz), 7.24 (d, IH, 
J = 4.1 Hz), 5.01 (dd, IH, J = 8.8 Hz, 4.4 Hz), 3.58 (dd, IH, J = 14.0 Hz, 4.4 Hz), 
10 3.25 (dd, IH, J = 14.0 Hz, 8.8 Hz) 





O 



O 
NH 



EtO .O o 

O 
10 



3X31 



8 




15 (^11^) 



K3.0 g)^ ^ n n jjN/Vi^(30 ml)id X XJ^m.'itf- :^ =^ ^^(6 m\)i: 
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-g- «^ (7) ^ 3 . 0 g # 7t o # tl 7t -ft: «^ (7) {4 i^r^ ^ <^ * ^ ffi V ^ fc „ 'fb -a- «^ (4) (2 . 5 2 
g)^ DMF {^i^fi? 7lc?&T> Tkmit-r h V ^ J>^(0A5 mg) ^W^LtZo ^mr* 30 

i> a D /J^/l'A;5^^>,1S^^^> i^Xit^i^iS)^ 1.06 g#fCc 

iH NMR(DMS0-d6, 6 ppm) 13.04 (bs, IH), 10.13 (s, IH), 8.30 (d, 2H, J = 8.4 
Hz), 8.22 (d, IH, J = 2.1 Hz), 8.07 (d, 2H, J = 8.4 Hz), 7.95 (dd, IH, J = 8.4 Hz, 
2.1 Hz), 7.95 (s, IH), 7.73 (d, IH, J = 8.4 Hz). 

10 

t h Y ^(2.og) ^mm\^mm\^. 85°cxMma.Bm\)^mT vt^o 3o^m 

85°CXl]\immWVfz.mi SO°CiC^m LT. 40-45°C^i¥:-^;^^/5S h h V zn^/U:^:^^ 
r'f h(4.8ml)SrSnx.fCo MUX 90 ^mMW i^tcm . ^ — "r/U^Mx.. ±S5^L^tz 

15 b-C'fk^j^do)^ 1.1 g #fc„ 

IH NMR(DMSO-d6, 8 ppm) 10.91 (s, IH), 8.41 (s, IH), 4.76 (dd, IH, J = 14.7 
Hz, 1.2 Hz), 4.04 - 4.13 (m, 4H), 1.25 (t, 6H, J = 7.2 Hz). 

mm^mm\^t:z'^. >ft:-a-«^(io)(io8ing)ip;t> miKx lo^mmwvtc^. it^m 

(10)(159 mg)^APx.^?a-CiiW^ Ufco m^^^&m^X^. ^ / -/VJ: "5 

w^H^B br-fi^-a-i^ (H-i) sr#7to (H-1) n E zw<Dm^^t 

25 E : 

iH NMR (DMSO-de, 6 Ppm): 12.81 (bs, IH), 10.76 (bs, IH), 10.46 (s, IH), 8.22 
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(d, IH, J = 2.4 Hz), 8.15 (d, 2H, J = 8.7 Hz), 7.95 (dd, IH, J = 8.7 Hz, 2.4 Hz), 
7.91 (s, IH), 7.78 (d, 2H, J = 8.7 Hz), 7.73 (d, IH, J = 8.7 Hz), 6.48 (s, IH). 
: 

iH NMR (DMSO-de, 6 ppm): 11.35 (bs, IH), 11.26 (bs, IH), 10.13 (s, IH), 8.22 
5 (d, IH, J = 2.4 Hz), 8.10 (d, 2H, J = 9.0 Hz), 8.05 (d, 2H, J = 9.0 Hz), 7.95 (dd, IH, 
J = 8.7 Hz, 2.4 Hz), 7.91 (s, IH), 7.73 (d, IH, J = 8.7 Hz), 6.38 (s, IH). 

m 1 8 iz.^ LlTCc 



60 



wo 01/07423 



PCT/JPOO/04909 



1 8 



O 






#^ 


M 


T 


iH-NMR (5) ppm 
(DMSO d-6) 


140 


H-2 


NH 


S 


12.85 (bs, IH), 12.47 (bs, IH), 12.33 
(bs, IH), 8.22 (d, IH, J = 1.8 Hz), 
8.16 (d, 2H, J = 8.2 Hz), 7.91 - 7.97 
(m, 4H), 7.73 (d, IH, J = 8.5 Hz), 
6.54 (s, IH) 


141 


H-3 


CHs 


o 


12.88 (s, IH), 11.51 (s, IH), 8.21 (d, 
IH, J = 2.1 Hz), 8.20 (d, 2H, J = 9.3 
Hz), 7.95 (dd, IH, J = 8.1 Hz, 2.1 
Hz), 7.92(s, IH), 7.80 (d, 2H, J = 9.3 
Hz), 7.72 (d, IH, J = 8.1 Hz), 7.46 (t, 
IH, J = 2.1 Hz), 3.74 (d, IH, J = 2.1 
Hz) 


142 


H-4 


NMe 


o 


9.48 (bs, IH), 8.21 (s, IH), 8.19 (dd, 
4H, J = 13.2 Hz, 7.8 Hz), 7.94 (d, 
IH, J = 6.6 Hz), 7.89 (s, IH), 7.72 (d, 
IH, J = 8.1 Hz), 6.47 (s, IH), 2.71 (d, 
3H, J = 4.8 Hz) 


143 


H-5 


0 


s 


12.91 (s, IH), 8.21 - 8.24 (m, 3H), 
7.93 - 8.01 (m, 4H), 7.72 (d, IH, J = 
8.2 Hz), 6.57(8, IH) 
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(m 1 xm) 

5 mmm i 39-^1 T.m^^^^it'c^x mm i^tc^t^m (8x0.2 g)^ dmf i<imm 

^/W ; 4 : 1) X^mVX^t^m (11) ^lOOmg. 'ft:'a''^(12)^ 33 mg ^i^fc, 

10 'fb'g-;^(ii) 

iH NMR(DMS0-d6, 6 ppm) 10.12 (s, IH), 8.22 (d, IH, J = 2.1 Hz), 8.07 (d, 2H, 
J = 8.1 Hz), 8.03 (s, IH), 7.97 (dd, IH, J = 8.1 Hz, 2.1 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.72 (d, IH, J = 8.4 Hz), 8.63 (s, 3H). 
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iH NMR(CDCl3, 6 ppm) 10.16 (s, IH), 8.49 (d, 2H, J = 8.0 Hz), 7.97 (d, 2H, J = 

8.0 Hz), 7.61 (d, IH, J = 8.2 Hz), 7.55 (d, IH, J = 2.2 Hz), 7.27 (dd, IH, J = 8.2 Hz, 

2.2 Hz), 6.67 (s, IH), 3.78 (s, 3H). 

5 

(^2Xg) 

^h'g-i^(ll)(84 mg). D^*->(32mg)S h;i/Ji>(4ml)}3:^:d^b. IM If ^ U 5^ 

> h ;i/ai>-SM(20 Ad l)i5 J:t>' IM i^^ h;i/in>^M(20 u DtiM^-mmmm 

10 iH NMR(DMS0-d6, 6 ppm) 13.85 (bs, IH), 8.21(d, IH, J = 1.8 Hz), 8.008 (s, 
IH), 7.97 (dd, IH, J = 8.7 Hz, 2.1 Hz), 7.83 (d, 2H, J = 8.1 Hz), 7.76 (d, 2H, J = 

8.1 Hz), 7.72 (s, IH), 7.71 (d, IH, J = 8.7 Hz), 3.65 (s, 3H). 
'fk'^#I(12)(42 mg). D^rzX16mg)* h;i/3i>(2ml)lC^*^L. lM\f^Vi^ 

> b;i/3i>v§rt(10 u I) i^J^V^ IM mm h mm (10 D^iDx. 2 i^P^M*^ 

15 mmiytzo ^^^pm^fi£bfei^^^^imu^ 4^-^^(1-2)^ mgmrzo 

iH NMR(DMS0-d6, 8 ppm) 13.90 (bs, IH), 8.36 (d, 2H, J = 8.5 Hz), 7.93 (d, IH, 
J = 1.9 Hz), 7.83 (d, IH, J = 8.2 Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.70 (s, IH), 7.62 
(dd. IH, J = 8.2 Hz, 1.9 Hz), 3.75 (s, 3H). 

20 mmm 145. 147. i48 




J-2 ' J-3 
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mmm i bfc'fb'§'ife)(A-i2)(i20mg)^ v?;e-^-9-^(5mi), 1 m^^^ 

5 ^m(J-l)^ 72 mg#/Co 

iH NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.5 Hz), 7.98 (s, 4H), 7.74 (s, IH), 
7.64 (d, 2H, J = 8.5 Hz), 7.22 (s, IH). 

it^mH-l)^ 1 mm(Di)^'^y~'^X^^ bT>fb-^ife(J-2)^#fc. 
10 iH NMR (DMSO-de, 6 ppm): 13.92 (bs, IH), 12.98 (s, IH), 8.25 (d, 2H, J = 8.4 
Hz), 8.01 - 8.10 (m, 4H), 7.92 (s, IH), 7.77 (d, 2H, J = 8.4 Hz), 7.71 (s, IH). 

iH NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.1 Hz), 7.93 (dd, 4H, J = 11.4 Hz, 
8.4 Hz), 7.71 (s, IH), 7.61 (d. 2H, J = 8.1 Hz), 7.21 (s, IH). 

15 



mmm i 4 9 




m 1 

20 -mMm 1-^2 im-C-a-fifebfc-fb-a-^OXlO g)^ tert-y^' y — /V(200ml)*3 J: 

•C/v':^=^f- ^(66 ml)i::^^? L. h y 5^yWT 5: >'(5.6 ml), 37 3: c::^ yH9 A/ M T 
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F(8.63 ml)^iPX.T. 2 B# Pfl »fD U 7t o i^M^g*^. tK^JPxT. i^M^i 
^Ir 4.41 g#fCo 

iH NMR(DMS0-d6, 6 ppm) 12.50 (bs, IH), 9.78 (s, IH), 7.69 (s, IH), 7.61 (d, 
5 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 1.49 (s, 9H). 

it^ma^HB.iB g)^ h y ^ ^\^:^timmii5 mi)iz.mM 15 ^mmiM.x-mw l 

10 (14)^ 2.10 g#fCo 

iH NMR(DMSO-d6, 6 ppm) 12.29 (bs, IH), 7.60 (s, IH), 7.29 (d, 2H, J = 8.7 Hz), 
6.67 (d, 2H, J = 8.7 Hz). 

(m 3 x^) 

15 >ft:'g-J^(l4)(220mg)^i;':^=¥1^>'(50ml)lC^^b.t°y v?V(121 n l),:^'fk 4-n- 

:/f^/w^a#^(i87 /z D^Mx.. mux- 3mmmwL.fco mm^ms.m^\^. m 

$ ii^ y — /W(6ml). 7i^i2m\)^mK.±I^VfcBm^Mil.tio ^ 7 — /VT^^ 

UT-fb-i-J^CK-l)^ 232 mg#fCo 
iH NMR(DMS0-d6, 6 ppm) 12.56 (bs, IH), 10.47 (s, IH), 7.75 (s, IH), 7.78 (d, 
20 2H, J = 8.7 Hz), 7.63 (d, 2H, J = 8.7 Hz), 2.67 (t, 2H, J = 7.5 Hz), 1.59 (quant, 2H, 
J = 7.5 Hz), 1.32 (sexth, 2H, J = 7.2 Hz), 0.91 (t, 3H, J = 7.5 Hz) 

±m'DRit^tmm<^Rit^^n\^^. 'fb-g-ii^(K-2)~(K-29)^'&^ bfco <i^mm.m^ 

^ 1 9 ~ 2 2 bfCo 

25 
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O 






#-§■ 


X 


T 


iH-NMR (6) ppm 
(DMSO d-6) 


150 


K-2 


CO" 


0 


12.56 (bs, IH), 10.73 (s, IH), 8.61 (s, 
IH), 8.01 - 8.12 (m, 6H), 7.78 (s, IH), 
7.63 - 7.69 (m, 4H) 


151 


K-3 




O 


10.35 (s, IH), 7.95 (d, 2H, J = 8.8 Hz), 
7.75 (s, IH), 8.52-7.75 (m, 4H), 7.08 (d, 
IH, J = 8.2 Hz), 6.15 is, 2H) 


152 


K-4 




o 


12.55 (bs, IH), 10.39 (s, IH), 7.98 (d, 
2H, J = 8.9 Hz), 7.96 (d, 2H, J = 8.9 
Hz), 7.75 (s, IH), 7.59 (d, 2H, J = 8.9 
Hz), 7.32 - 7.50 (m, 5H), 7.16 (d, 2H, J 
= 8.9 Hz), 8.22 (s, 2H) 


153 


K-5 




o 


12.56 (bs, IH), 10.59 (s, IH), 8.08 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.2 
Hz), 7.76 - 7.79 (m, 2H), 7.76 (s, IH), 
7.62 (d, 2H, J = 8.8 Hz), 7.50 - 7.55 (m, 
2H), 7.41 - 7.46 (m, IH) 


154 


K-6 


n-Hex-^^— 


o 


12.56 (bs, IH), 10.47 (s, IH), 7.97 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.76 (s, IH), 7.63 (d, 2H, J = 9.0 
Hz), 7.35 (d, 2H, J = 8.1 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.60 (quant, 2H, J = 
7.2 Hz), 1.29 (bs, 6H), 0.84 - 0.88 (m, 
3H) 


155 


K-7 




o 


12.55 (bs, IH), 10.38 (s, IH), 7.96 (d, 
4H, J = 9.0 Hz), 7.75 (s, IH), 7.69 (d, 
2H, J = 9.0 Hz), 7.06 (d, 2H, J = 9.0 
Hz), 4.12 (cb 2H, J = 6.9 Hz), 1.36 (t, 
3H, J = 6.9 Hz) 


156 


K-8 


n.oxt-^- 


0 


12.56 (bs, IH), 10.46 (s, IH), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75 (s, IH), 7.60 (d, 2H, J = 8.4 
Hz), 7.36 (d, , 2H, J = 8.7 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.58 - 1.62 (m, 2H), 
1.24 - 1.27 (m, 8H), 0.83 -0.88 (m, 3H) 


157 


K-9 


Me 

^^-^)- 


o 


12.55 (bs, IH), 10.42 (s, IH), 7.97 (d, 
2H, J = 8.7 Hz), 7.70 - 7.76 (m, 3H), 
7.60 (d, 2H, J = 8.7 Hz), 7.30 (d, 2H, J = 
8.1 Hz), 2.32 (s, IH), 2.31 (s, IH) 


158 


K-10 




o 


12.55 (bs, IH), 10.75 (s, IH), 8.17 (d, 
2H, J = 8.0 Hz), 7.97 (d, 2H, J = 8.8 
Hz), 7.93 (t, IH, J = 8.0 Hz), 7.76 (s, 
IH), 7.63 (d, 2H, J = 8.8 Hz) 
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X 


T 


iH-NMR (5) ppm 
(DMSO d-6) 


159 


K-11 




O 


12.56 (bs, IH), 10.47 (s, IH), 7.97 (d, 
2H, J = 9.0 Hz), 7.90 (d, 2H, J = 8.4 
Hz), 7.76 (s, IH), 7.60 (d, 2H, J = 9.0 
Hz), 7.57 (d, 2H, J = 8.4 Hz), 1.33 (s, 
9H) 


160 


K-12 


CI 


0 


12.57 (bs, IH), 10.69 (s, IH), 7.99 (d, 
2H, J = 2.1 Hz), 7.94 (d, 2H, J = 9.0 
Hz), 7.89 (t, IH, J = 1.8 Hz), 7.76 (s, 
IH), 7.68(d, 2H, J = 9.0Hz) 


161 


K-13 




0 


12.55 (bs, IH), 10.46 (s, IH), 7.97 (d, 
2H, J = 8.8 Hz), 7.90 (d, 2H, J = 8.1 
Hz), 7.76 (s, IH), 7.50 (d, 2H, J = 8.8 
Hz), 7.38 (d, 2H, J = 8.1 Hz), 2.69 (q, 
2H, J = 7.7 Hz), 1.22 (t, 3H, J = 7.7 Hz) 


162 


K-14 


CI 


0 


12.59 (bs, IH), 10.67 (s, IH), 8.23 (d, 
IH, J = 2.1 Hz), 7.95 (d, IH, J = 8.4 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.84 (d, 
2H, J = 8.4 Hz), 7.76 (s, IH), 7.62 (d, 
IH, J = 9.0 Hz) 


163 


K-15 




0 


12.55 (bs, IH), 10.45 (s, IH), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75(s, IH), 7.60 (d, 2H, J = 8.7 
Hz), 7.35 (d, IH, J = 8.4 Hz), 2.37 (s, 
3H) 


164 


K-16 


Me 


s 


13.79 (bs, IH), 10.53 (s, IH), 7.98 (d, 
2H, J = 8.8 Hz), 7.74 - 7.78 (m, 2H), 
7.62 (d, 2H, J = 8.8 Hz), 7.61 (s, IH), 
7.24 - 7.44 (m, 2H), 2.41 (s, 3H) 


165 


K-17 


t-Bu 
t-Bu 


s 


13.79 (bs, IH), 10.36 (s, IH), 7.93 (d, 
2H, J = 8.7 Hz), 7.68 (s, IH), 7.60 (d, 
2H, J = 8.7 Hz), 7.59 (d, IH, J = 6.9 
Hz), 5.75 (s, IH), 1.44 (s, IH) 


166 


K-18 




s 


10.50 (s, IH), 7.98 (d, 2H, J = 8.7 Hz), 
7.90 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
8.7 Hz), 7.59 (d, 2H, J = 8.5 Hz), 7.55 
(s, IH), 1.33 (s, 9H) 


167 


K-19 




s 


13.79 (bs, IH), 10.62 (s, IH), 8.09 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.5 
Hz), 7.77 (d, 2H, J = 8.5 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.62 (s, IH), 7.50 - 7.55 
(m, 2H), 7.41 - 7.46 (m, IH) 


168 


K-20 


OCT 


s 


13.81 (bs, IH), 10.77 (s, IH), 8.61 (s, 
IH), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m, 
5H) 
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#^ 


X 


T 


iH-NMR (5) ppm 
(DMSO d-6) 


169 


K-21 




S 


13.79 (bs, IH), 10.39 (s, IH), 7.97 (d, 
2H, J = 8.8 Hz), 7.61 (s, IH), 7.60 (d, 
2H. J = 8.8 Hz), 7.59 (d, IH, J = 9.9 
Hz), 7.53 (d, IH, J = 1.8 Hz), 7.07 (d, 
IH, J = 8.2 Hz), 6.15 (s, 2H) 


170 


K-22 




S 


13.79 (s, IH), 10.49 (s, IH), 7.99 (d, 2H, 
J = 8.8 Hz), 7.91 (d, 2H, J = 8.2 Hz), 
7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, IH), 
7.38 (d, 2H, J = 8.2 Hz), 2.70 (q, 2H, J = 
7.4 Hz), 1.22 (t, 3H, J = 7.4 Hz) 


171 


K-23 




s 


13.79 (bs, IH), 10.49 (s, IH), 7.99 (d, 
2H, J = 8.8 Hz), 7.89 (d, 2H, J = 8.2 
Hz), 7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, 
IH), 7.37 (d, , 2H, J = 8.2 Hz), 2.37 (t, 
2H, J = 7.4 Hz), 1.57 - 1.64 (m, 2H), 
1.26 - 1.88 (m, 2H), 0.91 (t, 3H, J = 7.1 
Hz) 


172 


K-24 




s 


13.80 (bs, IH), 10.79 (s, IH), 8.17 (d, 
2H, J = 8.4 Hz), 7.99 (d, 2H, J = 8.7 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.64 (d, 
IH. J = 8.7 Hz), 7.65 (s, IH) 


173 


K-25 


CI 
CI 


s 


13.80 (bs, IH), 10.71 (s, IH), 7.99 (d, 
2H, J = 1.6 Hz), 7.95 (d, 2H, J = 8.5 
Hz), 7.89 (t, IH, J = 1.9 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.61 (s, IH), 


174 


K-26 




s 


13.78 (bs, IH), 10.48 (s, IH), 7.98 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 7.61 (s, 
IH), 7.36 (d, 2H, J = 8.1 Hz), 2.40 (s, 
3H) 
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L-s' H T 







X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


175 


K-27 




O 


12.57 (bs, IH), 10.88 (s, IH), 8.53 (s, 
IH), 8.15 - 8.19 (m, 2H), 8.07 (d, 2H, J 
= 8.8 Hz), 7.78 (s, IH), 7.65 (d, 2H, J = 
8.8 Hz), 7.50 - 7.55 (m, 2H), 7.40 - 7.45 
(m, IH) 


176 


K-28 


CI 


o 


12.58 (bs, IH), 10.91 (s, IH), 8.69 (s, 
IH), 8.48 (d, IH, J = 1.9 Hz), 8.15 (dd, 
IH, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J 
= 8.8 Hz), 7.78 (d, IH, J = 8.8 Hz), 
7.76 (s, IH), 7.64 (d, IH, J = 8.8 Hz) 


177 


K-29 




s 


13.82 (bs, IH), 10.95 (s, IH), 8.72 (s, 
IH), 8.50 (d, IH, J = 1.9 Hz), 8.16 (dd, 
IH, J = 8.5 Hz, 1.9 Hz), 8.08 (d, 2H, J 
= 8.8 Hz), 7.80 (d, IH, J = 8.5 Hz), 
7.67 (d, IH, J = 8.8 Hz), 7.63 (s, IH) 
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mm 17 8 




m 1 xg) 

mm^^m\^. mm^mmm^]^. 'fb^«i^(i5)& 1.39 g#^co 

iH NMR (CDCI3, 6 ppm): 8.38 (s, IH), 7.32 (d, 2H, J = 8.4 Hz), 7.26 (s, IH), 
7.15 (d, 2H, J = 8.4 Hz), 6.54 (s, IH), 4.50 (dd, IH, J = 9.3 Hz, 3.9 Hz), 3.46 (dd, 
10 IH, J = 14.4 Hz, 3.9 Hz), 3.22 (dd, IH, J = 14.4 Hz, 9.3 Hz), 1.52 (s, 9H). 

2 X^) 

'fb'a-i^(15)(4.23 s)^^^t^ ^ U^^(20 ml)*3 J:t/ h V 7yV:^Di^^(10 inl)ic:-^ 

iH NMR(DMS0-d6, 8 ppm) 7.25 (d, 2H, J = 8.4 Hz), 7.09 (d, 2H, J = 8.4 Hz), 
4.90 (dd, IH, J = 8.7 Hz, 4.5 Hz), 4.35 (dd, IH, J = 14.4 Hz, 4.5 Hz), 3.12 (dd, IH, 
J = 14.4 Hz, 8.7 Hz). 
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im 3 Jim) 

it^m (16X220 mg)^i^:t^-^> (50 mD^^mm t° V i^>(121 m l).1&4t 3,5- 

?A$^;^77i>^i:7n-x' hci^'^^-f —(^^-^^-mm^^y^ ; 2 : i)t?^i;5g \^Xi\L^m 
(L-l)^ 103 mg#:fc„ 

iH NMR(DMS0-d6, 6 ppm) 12.02 (bs, IH), 10.41 (s. IH), 7.97 (d, 2H, J = 1.9 
Hz), 7.87 (t„ IH, J = 1.9 Hz), 7.69 (d, 2H, J = 8.5 Hz), 7.24 (d, 2H, J = 8.5 Hz), 
4.91 (dd. IH, J = 8.8 Hz, 4.4 Hz), 3.36 (dd, IH, J = 14.3 Hz, 4.4 Hz), 3.12 (dd, IH, 
J = 14.3 Hz, 8.8 Hz) 

-hiBosiS.!: i^«cosiS^tf v^. 'fb:'&!^(L-2)~(L-3)i^'a-^ bfco mmtEm^ 

^23 iZ.^ L^tCo 
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H T 



mmm 


#-§■ 


X 


T 


iH-NMR (6) ppm 
(DMSO d-6) 


179 


L-2 




0 


12.04 (bs, IH), 10.47 (s, IH), 8.14 (d, 
2H, J = 8.2 Hz), 7.92 (d, 2H, J = 8.2 
Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.25 (d, 
2H, J = 8.5 Hz), 4.92 (dd, IH, J = 8.9 
Hz, 4.4 Hz), 3.36 (dd, IH, J = 14.4 Hz, 
4.4 Hz), 3.12 (dd, IH, J = 14.4 Hz, 8.9 
Hz) 


180 


L-3 


n-Bu-Q— 


0 


12.05 (bs, IH), 10.56 (s, IH), 7.86 (d, 
2H, J = 8.4 Hz), 7.71 (d, 2H, J = 8.7 
Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.22 (d, 
2H, J = 8.4 Hz), 4.91 (dd, IH, J = 9.0 
Hz, 4.5 Hz), 3.34 (dd, IH, J = 13.8 Hz, 
4.5 Hz), 3.10 (dd, IH, J = 13.8 Hz, 9.0 
Hz), 2.66 (t, 2H, J = 7.5 Hz), 1.58 
(quant, 2H, J = 8.1 Hz), 1.26 - 1.37 (m, 
2H), 0.91 (t, 3H, J = 7.5 Hz) 
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mm 1 8 1 



HO 




1 HU 



H H 




M-1 



itma43 mg). ^MT A(42 mg)^ i^^=¥ ■^^ >'(25 ml)tC^^? 

^sx- i5^a*s|iom{- 3,4- v^i^ D D T= y ^'^Ap^fco^ta-e i mmRit^ ufc^. 

10 ^M&^JE?§*b. a* {-^ ^ y — /^(6inl). 7k(2ml)^APx.^fiK bfc^^^tit^ij 
bfCo DMF -eS/^H^H UT^fb'&^^CM- 1)^ 104mg#/Co 

iH NMR (DMSO-de, 8 ppm): 13.91 (bs, IH), 12.49 (s, IH), 11.83 (s, IH), 8.07 - 
8.12 (m, 3H), 7.63 - 7.76 (m, 5H). 



p 

NH 



H 



%s o 




20 



Me:^*^/^, Et::3i^/lx^ nPr: n - 7° n tW, iPr : y ^ , nBu: n - :7'^/'l', 
iBu:'< y ^^^/l'. tBu: t - Pen: n - --^ >- ^/V. Ph::7^r:./U, Bni'^i^v? 

yV, Bzi-^^-y'-fyV^ AciT-fef^/W. diF:v'7'/W;i-n , diCl: p d . diBr:v^7^n 
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dil:v^3— diMeiv'T^ f^yw. thiophene:^ 31 , thienyl:^^ — /^^ 
Py:t°y v^/W-. pyridine: t° y i/i^. pyridinium: fc° y v^— I? . Quinoline: =^ / V 
Benzodioxoler^vy v';^"'^ y — /l^x pyrazinyl: t° v v' — /^> pyrrolyl: t° n y 
/l^^ pyrrole: t:°n — /U ^ oxide:^ =^ H\ indole: Y V — imidazolyl:'< 
5 y y /t', morpholino:^/'V;j^ y / . piperazinyl: 7 v^ — /'V^ furyl: y /W.furan: 
-7=71^. thiazolyl:9^T y y /l^. benzodioxin:^ ;x y i/^ V >- . *3 j; TJ^ 
benzo[b]furan:-<i/y [b] 7 7 >- 

i\\L^m No: R6, R7, M, T) = (N-1: Ph, Me, S, S), (N-3: 4-Br-Ph, Me. S, S), (N- 
4: 4-Me-Ph, Me, S, S), (N-5: 4-Ph-Ph, Me, S, S), (N-6: 4-OMe-Ph, Me, S, S), 

10 (N-7: 4-tBu-Ph, Me, S, S), (N-8: 4-COOMe-Ph, Me, S, S), (N-9: 4-Pen-Ph, Me, S, 
S), (N-10: 4.NO2-PI1, Me, S, S), (N-11: 5-Cl-thiopliene-2-yl, Me, S, S), (N-12: 
3-Thienyl, Me, S, S), (N-13: 2.Py, Me, S, S),(N-14: 3-Py, Me, S, S), (N-15: 4-Py, 
Me, S, S), (N-16: 3,4-diF-Ph, Me, S, S), (N-17: 5-Br-thiophene-2-yl, Me, S, S), 
(N-18: 4-CONH2-Ph, Me, S, S), (N-19: 4-C0N(Me)H-Pli, Me, S, S), (N-20: 4- 

15 CON(Me)2-Ph, Me, S, S), (N-21: 4-iPrOC(=0)-Ph, Me, S, S), (N-22: 4- 
nBuOC(=0)-Ph, Me, S, S), (N-23: 6-Me-pyridine-3-yl, Me, S, S), (N-24: 
Quinoline-3-yl, Me, S, S), (N-25: 4.NH2-Ph, Me, S, S), (N-26: 4-N(Ac)H-Ph, Me, 
S, S), (N-27: 4-OH-Ph, Me, S, S), (N-28: 3,4-di(OH)2-Ph, Me, S, S), (N-29: 3,4- 
di(NH2)-Ph, Me, S, S), (N-30: 3:4.[N(Ac)H]2-Ph, Me, S, S), (N-31: 4-SH-Pli, Me, 

20 S, S), (N-32: 4-SMe-Ph, Me, S, S), (N-33: 3,4-diBr-Ph, Me, S, S), (N-34: 4- 
N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me)2-Ph, Me, S, S), (N-36: 4-N(Me)3+-Ph, Me, 
S, S), (N-37: 4-Et-Ph, Me, S, S), (N-38: 4-iPr-Ph, Me, S, S), (N-39: 4-nPr-Ph, Me, 
S, S), (N-40: 4-nBu-Ph, Me, S, S), (N-41: 4-iBu-Ph, Me, S, S), (N-42: 3,4- 
diMe-Ph, Me, S, S), (N-43: l,3-Benzodioxole-5-yl, Me, S, S), (N-44: N-Me- 

25 pyridinium-4-yl. Me, S, S), (N-45: N-Me-pyridinium-3-yl, Me, S, S), (N-46: 5- 
Me-Pyridine-2-yl, Me, S, S), (N-47: 2-Pyrazinyl, Me, S, S), (N-48: 3-Pyrrolyl, 
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Me, S, S), (N-49: l-Me-pyrrole-S-yl, Me, S, S), (N-50: Pyridine N-oxide-4-yl, Me, 
S, S), (N-51: Pyridine N-oxide-3-yl, Me, S, S), (N-52: 6-OH-pyridine-3-yl, Me, S, 
S), (N-53: 6-SH-pyridine-3-yl, Me, S, S), (N-54: l-Ac-pyrrole-3-yl, Me, S, S), 
(N-55: 4-CF3-Ph, Me, S, S), (N-56: 4-CN-Ph, Me, S, S), (N-57: 4-CHO-Ph, Me, S, 
5 S), (N-58: 3-Cl-Ph, Me, S, S), (N-59: 3-Br-Ph, Me, S, S), (N-60: 3-F-Ph, Me, S, S), 
(N-61: 3-I-Ph, Me, S, S), (N-62: 4-I-Ph, Me, S, S), (N-63: 4-OCF3-Ph, Me, S, S), 
(N-64: 3,4-diI-Ph, Me, S, S), (N-65: Indole-6-yl, Me, S, S), (N-66: 1-Ac-indole- 
6-yl, Me, S, S), (N-67: l-Me-indole-6-yl, Me, S, S), (N-68: 4-(l-Imidazolyl)-Ph, 
Me, S, S), (N-69: 4-Morphorino-Ph, Me, S, S), (N-70: 4-(l-Piperazinyl)-Ph, Me, 

10 S, S), (N-71: 2:5-diMe-thiophene-3-yl, Me, S, S), (N-72: 2-Furyl, Me, S, S), 
(N-73: 5-Me-furan-2-yl, Me, S, S), (N-74: 5-Me-furan-2-yl, Me, S, S), (N-75: 2- 
Thiazolyl, Me. S, S), (N-76: l:4-Benzodioxin-6-yl, Me, S, S), (N-77: 
Benzo[b]furan-2-yl, Me, S, S). (N-78: 4-NH2CH2-Ph, Me, S, S), (N-79: 4- 
N(Me)HCH2-Ph, Me. S, S), (N-80: 4-N(Me)2CH2-Ph, Me, S, S), (N-81: 6-Cl- 

15 pyridine-3-yl. Me, S, S), (N-82: 5,6-diCl-pyridine-3-yl, Me, S, S), (N-83: 5-Cl- 
pyridine-2-yl. Me, S, S), (N-84: 4:5-diCl-pyridine-2-yl, Me, S, S), (N-85: 4- 
C1CH2-Bn, Me, S, S), (N-86: Bn, Me, S, S), (N-87: 4-Cl-Bn, Me, S, S), (N-88: 
4-Br-Bii, Me, S, S), (N-89: 4-F-Bn, Me, S, S), (N-90: 3,4-diCl-Bn, Me, S, S), 
(N-91: 3,4-diBr-Bn, Me, S, S), (N-92: 3,4-diF-Bn, Me, S, S), (N-93: 4-Cl-Bz, Me, 

20 S, S), (N-94: 3,4-diCl-Bz, Me, S, S), (N-95: 4-Br-Bz, Me, S, S), (N-96: 3,4- 
diBr-Bz, Me, S, S), (N-97: 4-F-Bz, Me, S, S), (N-98: 3,4-diF-Bz, Me, S, S), (N- 
99: 4-NO2-B11, Me, S, S), (N-lOO: 4-CN-Bn, Me, S, S), (N-101: Ph, Et, S, S), 
(N-102: 4-F-Pli, Et, S, S), (N-103: 4-Br-Ph, Et, S, S), (N-104: 4-Me-Ph, Et, S, S), 
(N-105: 4-Ph-Ph, Et, S, S), (N-106: 4-OMe-Ph, Et, S, S), (N-107: 4-tBu-Ph, Et, S, 

25 S), (N-108: 4-COOMe-Ph, Et, S, S), (N-109: 4-Pen-Ph, Et, S, S), (N-llO: 4- 
N02-Ph, Et, S, S), (N-111: 5-Cl-thiophene-2-yl, Et, S, S), (N-112: 3-Thienyl, Et, 
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S, S), (N-113: 2-Py, Et, S, S), (N.114: 3-Py, Et, S, S), (N-115: 4-Py, Et, S, S), 
(N-116: 3,4-diF-Ph, Et, S, S), (N-117: 5-Br-thiophene-2-yl, Et, S, S), (N-118: 
4-CONH2-Ph, Et, S, S), (N-119: 4-C0N(Me)H-Ph, Et, S, S), (N-120: 4- 
C0N(Me)2-Ph, Et, S, S), (N-121: 4-iPrOC(=0)-Ph, Et, S, S), (N-122: 4- 
5 nBuOC(=0)-Ph, Et, S, S), (N-123: 6-Me-pyridine-3-yl, Et, S, S), (N-124: 
Quinoline-3-yl, Et, S, S), (N-125: 4-NH2-Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph, Et, 
S, S), (N-127: 4-OH-Ph, Et, S, S), (N-128: 3,4-di(OH)2-Ph, Et, S, S), (N-129: 
3,4-di(NH2)-Ph, Et, S, S), (N-130: 3:4-[N(Ac)H]2-Ph, Et, S, S), (N-131: 4-SH-Ph, 
Et, S, S). (N-132: 4-SMe-Ph, Et, S, S), (N-138: 3,4-diBr-Ph, Et, S, S), (N-134: 

10 4-N(Me)H-Ph, Et, S, S), (N.135: 4-N(Me)2-Ph, Et, S, S), (N-136: 4-N(Me)3+-Ph, 
Et, S, S), (N-137: 4-Et-Ph, Et, S, S), (N-138: 4-iPr-Ph, Et, S, S), (N-139: 4- 
nPr-Ph, Et, S, S), (N-140: 4-nBu-Ph, Et, S, S), (N-141: 4-iBu-Ph, Et, S, S), 
(N-142: 3,4-diMe-Ph, Et, S, S), (N-143: l,3-Benzodioxole-5-yl, Et, S, S), (N-144: 
N-Me-pyridmium-4-yl, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S), (N- 

15 146: 5-Me-Pyridine-2.yl, Et, S, S), (N-147: 2-Pyrazmyl, Et, S, S), (N-148: 3- 
Pyrrolyl, Et, S, S), (N-149: l-Me-pyrrole-3-yl, Et, S, S), (N-150: Pyridine N- 
oxide-4-yl, Et, S, S), (N-161: Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH- 
pyridine-3-yl, Et, S, S), (N-153: 6-SH-pyridine-3-yl, Et, S, S), (N-154: 1-Ac- 
pyrrole-3-yl, Et, S, S), (N-155: 4-CF3-Ph, Et, S, S), (N-156: 4-CN-Ph, Et, S, S), 

20 (N-157: 4-CHO-Ph, Et, S, S), (N-158: 3-Cl-Ph, Et. S, S), (N-159: 3-Br-Ph, Et, S, 
S), (N-160: 3-F-Pli, Et, S, S), (N-161: 3-I-Ph, Et, S, S), (N-162: 4-I-Ph, Et, S, S), 
(N-163: 4-OCF3-Ph, Et, S, S), (N-164: 3,4-diI-Ph, Et, S, S), (N-165: Indole-6-yl, 
Et, S, S), (N-166: l-Ac-indole-6-yl, Et, S, S), (N-167: l-Me-indole-6-yl, Et, S, S), 
(N-168: 4-(l-Imidazolyl)-Ph, Et, S, S), (N-169: 4-Morphorino-Ph, Et, S, S), 

25 (N-170: 4-(l-Piperazinyl)-Ph, Et, S, S), (N-171: 2:5-diMe-thiophene-3-yl, Et, S, 
S), (N-172: 2-Furyl, Et, S, S), (N-173: 5-Me-furan-2-yl, Et, S, S), (N-174: 5- 
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Me-furan-2-yl, Et, S, S), (N-175: 2-Thiazolyl, Et, S, S), (N-176: 1:4- 
Benzodioxin-6-yl, Et, S, S), (N-177: Benzo[b]furan-2-yl, Et, S, S), (N-178: 4- 
NH2CH2-Ph, Et, S, S), (N-179: 4-N(Me)HCH2-Ph, Et, S, S), (N-180: 4- 
N(Me)2CH2-Ph, Et, S, S), (N-181: 6-Cl-pyridine-3-yl, Et, S, S), (N-182: 5,6- 
5 diCl-pyridine-3-yl, Et, S, S), (N-183: 5-Cl-pyridine-2-yl, Et, S, S), (N-184: 
4:5-diCl-pyridine-2-yl, Et, S, S), (N-185: 4-ClCH2-Bn, Et, S, S), (N-186: Bn, Et, 
S, S), (N-187: 4-Cl-Bn, Et, S, S), (N-188: 4-Br-Bn, Et, S, S), (N-189: 4-F-Bn, Et, 
S, S), (N-190: 3,4-diCl-Bn, Et, S, S), (N-191: 3,4-diBr-Bii, Et, S, S), (N-192: 
3,4-diF-Bn, Et, S, S), (N-193: 4-Cl-Bz, Et, S, S), (N-194: 3,4-diCl-Bz, Et, S, S), 

10 (N-195: 4-Br-Bz, Et, S, S), (N-196: 3,4-diBr-Bz, Et, S, S), (N-197: 4-F-Bz, Et, S, 
S), (N-198: 3,4-diF-Bz, Et, S, S), (N-199: 4-N02-Bn, Et, S, S), (N-200: 4-CN-Bn, 
Et, S, S), (N-201: Ph, COOMe, S, S), (N-203: 4-Br-Ph, COOMe, S, S), (N-204: 
4-Me-Ph, COOMe, S, S), (N-205: 4-Ph-Ph, COOMe, S, S), (N-206: 4-OMe-Ph, 
COOMe, S, S), (N-207: 4-tBu-Ph, COOMe, S, S), (N-208: 4-COOMe-Ph, COOMe, 

15 S, S), (N-209: 4-Pen-Ph, COOMe, S, S), (N-210: 4-N02-Ph, COOMe, S, S), (N- 
211: 5-Cl-thiophene-2-yl, COOMe, S, S), (N-212: 3-Thienyl, COOMe, S, S), 
(N-213: 2-Py, COOMe, S, S), (N-214: 3-Py, COOMe, S, S), (N-215: 4-Py, COOMe, 
S, S), (N-216: 3,4-diF-Ph, COOMe, S, S), (N-217: 5-Br-thiophene-2-yl, COOMe, 
S, S), (N-218: 4-CONH2-Ph, COOMe, S, S), (N.219: 4-C0N(Me)H-Ph, COOMe, S, 

20 S), (N-220: 4-CON(Me)2-Ph, COOMe, S, S), (N-221: 4-iPrOC(=0)-Ph, COOMe, S, 
S), (N-222: 4-nBuOC(=0)-Ph, COOMe. S, S), (N-223: 6-Me-pyridine-3-yl, 
COOMe, S, S), (N-224: Quinoline-3-yl, COOMe, S, S), (N-225: 4-NH2-Ph, 
COOMe, S, S), (N-226: 4-N(Ac)H-Ph, COOMe, S, S), (N-227: 4-OH-Ph, COOMe, 
S, S), (N-228: 3,4-di(OH)2-Ph, COOMe, S, S), (N-229: 3,4-di(NH2)-Ph, COOMe, 

25 S, S), (N-230: 3:4-[N(Ac)H]2-Ph, COOMe, S, S), (N-231: 4-SH-Ph, COOMe, S, S), 
(N-232: 4-SMe-Ph, COOMe, S, S), (N-233: 3,4.diBr-Ph, COOMe, S, S), (N-234: 
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4-N(Me)H-Ph, COOMe, S, S), (N-235: 4-N(Me)2-Ph, COOMe, S, S), (N-236: 4- 
N(Me)3+-Ph, COOMe, S, S), (N-237: 4-Et-Ph, COOMe, S, S), (N-238: 4-iPr-Ph, 
COOMe, S, S), (N-239: 4-nPr-Ph, COOMe, S, S), (N-240: 4-nBu-Ph, COOMe, S, 
S), (N-241: 4-iBu-Ph, COOMe, S, S), (N-242: 3,4-diMe-Ph, COOMe, S, S), (N- 
5 243: l,3-Benzodioxole-5-yl, COOMe, S, S), (N-244: N-Me-pyridinium-4-yl, 
COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, COOMe, S, S), (N-246: 5-Me- 
Pyridiiie-2-yl, COOMe, S, S), (N-247: 2-Pyrazinyl, COOMe, S, S), (N-248: 3- 
Pyrrolyl, COOMe, S, S), (N-249: l-Me-pyrrole-3-yl, COOMe, S, S), (N-250: 
Pyridine N-oxide-4-yl, COOMe, S, S), (N-251: Pyridine N-oxide-3-yl, COOMe, S, 

10 S), (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH-pyridine-3-yl, 
COOMe, S, S), (N-254: l-Ac-pyrrole-3-yl, COOMe, S, S). (N-255: 4-CF3-Ph, 
COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S, S), (N-257: 4-CHO-Ph, COOMe, S, 
S), (N-258: 3-Cl-Ph, COOMe, S, S), (N-259: 3-Br-Ph, COOMe, S, S), (N-260: 3- 
F-Ph, COOMe, S, S), (N-261: 3-I-Ph, COOMe, S, S), (N-262: 4-I-Ph, COOMe, S, 

15 S), (N-263: 4-OCF3-Ph, COOMe, S, S), (N-264: 3,4-diI-Ph, COOMe, S, S), (N- 
265: Indole-6-yl, COOMe, S, S), (N-266: l-Ac-indole-6-yl, COOMe, S, S), (N- 
267: l-Me-indole-6-yl, COOMe, S, S), (N-268: 4-(l-Imidazolyl)-Ph, COOMe, S, 
S), (N-269: 4-Morphorino-Ph, COOMe, S, S), (N-270: 4-(l-Piperazinyl)-Ph, 
COOMe, S, S), (N-271: 2:5-diMe-thiophene-3-yl, COOMe, S, S), (N-272: 2-Furyl, 

20 COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe, S, S), (N-274: 5-Me-furan-2- 
yl, COOMe, S, S), (N-275: 2-Thiazolyl, COOMe, S, S), (N-276: 1:4- 
Benzodioxin-6-yl, COOMe. S, S), (N-277: Benzo[b]furan-2-yl, COOMe, S, S), 
(N-278: 4-NH2CH2-Ph, COOMe, S, S), (N-279: 4-N(Me)HCH2-Ph, COOMe, S, S), 
(N-280: 4-N(Me)2CH2-Ph, COOMe, S, S), (N-281: 6-Cl-pyridine-3-yl, COOMe, S, 

25 S), (N-282: 5,6-diCl-pyridine-3-yl, COOMe, S, S); (N-283: 5-Cl-pyridine-2-yl, 
COOMe, S, S), (N-284: 4:5-diCl-pyridine-2-yl, COOMe, S, S), (N-285: 4- 
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C1CH2-Bn, COOMe, S, S), (N-286: Bn, COOMe, S, S), (N-287: 4-Cl-Bn, COOMe, 
S, S), (N-288: 4-Br-Bn, COOMe, S, S), (N-289: 4-F-Bn, COOMe, S, S), (N-290: 
3,4-diCl-Bn, COOMe, S, S), (N-291: 3,4-diBr-Bn, COOMe, S, S), (N-292: 3,4- 
diF-Bn, COOMe, S, S), (N-293: 4-Cl-Bz, COOMe, S, S), (N-294: 3,4-diCl-Bz, 
5 COOMe, S, S), (N-295: 4-Br-Bz, COOMe, S, S), (N-296: 3,4-diBr-Bz, COOMe, S, 
S), (N-297: 4-F-Bz, COOMe, S, S), (N-298: 3,4-diF-Bz, COOMe, S, S), (N-299: 
4-N02-Bn, COOMe, S, S), (N.300: 4-CN-Bn, COOMe, S, S), (N-302: H, 4-F-Ph, S, 
S), (N-303: H, 4-Br-Fh, S, S), (N-304: H, 4-Me-Ph, S, S), (N.305: H, 4-Ph-Ph, S, 
S), (N-306: H, 4-OMe-Ph, S, S), (N-307: H, 4-tBu-Ph, S, S). (N-308: H, 4- 

10 COOMe-Ph, S, S), (N-309: H, 4.Peii-Ph, S, S), (N-310: H, 4-N02-Ph, S, S), (N- 
311: H, 5-Cl-thiophene-2-yl, S, S), (N-312: H, 3-Thienyl, S, S), (N-313: H, 2-Py, 
S, S), (N-314: H, 3-Py, S, S), (N-315: H, 4-Py, S, S), (N-316: H, 3,4-diF-Ph, S, S). 
(N-317: H, 5-Br-thiophene-2-yl, S, S), (N-318: H, 4-CONH2-Ph, S, S), (N-319: H, 
4-CON(Me)H-Ph, S, S), (N-320: H, 4-CON(Me)2-Ph, S, S), (N-321: H, 4- 

15 iPrOC(=0)-Ph, S, S), (N-322: H, 4-nBuOC(=0)-Ph, S. S), (N-323: H, 6-Me- 
pyridine-3-yl, S, S), (N-324: H, Quinoline-3-yl, S, S), (N-325: H, 4-NH2-Ph, S, 
S), (N-326: H, 4-N(Ac)H-Ph, S, S), (N-327: H, 4-OH-Ph, S, S), (N-328: H, 3,4- 
di(0H)2-Ph, S, S), (N-329: H, 3,4-di(NH2)-Ph. S, S), (N-330: H, 3:4-[N(Ac)H]2- 
Ph, S, S), (N-331: H, 4-SH-Ph, S, S), (N-332: H, 4-SMe-Ph, S, S), (N-333: H, 

20 3,4-diBr-Ph, S, S), (N-334: H, 4-N(Me)H-Ph, S, S), (N-335: H, 4-N(Me)2-Ph, S, 
S), (N-336: H, 4-N(Me)3+-Ph, S, S), (N-337: H, 4-Et-Ph, S, S), (N-338: H, 4- 
iPr-Ph, S, S), (N.339: H, 4-nPr-Ph, S, S), (N-340: H, 4-nBu-Ph, S, S), (N-341: H, 
4-iBu-Ph, S, S), (N-342: H, 3,4-diMe-Ph, S, S), (N-343: H, l,3-Benzodioxole-5- 
yl, S, S), (N-344: H, N-Me-pyridinium-4-yl, S, S), (N-345: H, N-Me- 

25 pyridinium-3-yl, S, S), (N-346: H, 5-Me-Pyridine-2-yl, S, S), (N-347: H, 2- 
Pyrazinyl, S, S), (N-348: H, 3-Pyrrolyl, S, S), (N-349: H, l-Me-pyrrole-3-yl, S, 
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S), (N-350: H, Pyridine N-oxide-4-yl, S, S), (N-351: H, Pyridine N-oxide-3-yl, S, 
S), (N-352: H, 6-OH-pyridine-3-yl, S, S), (N-353: H, 6-SH-pyridine-3-yl. S, S), 
(N-354: H, l-Ac-pyrrole-3-yl, S, S), (N-355: H, 4-CF3-Ph, S, S), (N-356: H, 4- 
CN-Ph, S, S), (N-357: H, 4-CHO-Ph, S, S), (N-358: H, 3-Cl-Ph, S, S), (N.359: H, 
5 3-Br-Ph, S, S). (N-360: H, 3-F-Fh, S, S), (N-361: H, 3-I-Fh, S, S), (N-362: H, 
4-I-Fh, S. S), (N-363: H, 4-OCF3-Fh, S, S), (N-364: H, 8,4-diI-Ph, S, S), (N-365: 
H, Indole-6-yl, S, S), (N-366: H, l-Ac-indole-6-yl, S, S), (N-367: H, 1-Me- 
indole-6-yl, S, S), (N-368: H, 4-(l-Imidazolyl)-Pli, S, S), (N-369: H, 4- 
Morphorino-Ph, S, S), (N-370: H, 4-(l-Piperazinyl)-Fh, S, S), (N-371: H, 2:5- 

10 diMe-thiophene-3-yl, S, S), (N-372: H, 2-Furyl, S, S), (N-373: H, 5-Me-furan- 
2-yl, S, S), (N-374: H, 5-Me-furan-2-yl, S, S), (N-375: H, 2-Thiazolyl, S, S), 
(N-376: H, l:4-Benzodioxin-6-yl, S, S), (N-377: H, Benzo[b]furan-2-yl, S, S), 
(N-378: H, 4-NH2CH2-Ph, S, S), (N-379: H, 4-N(Me)HCH2-Ph, S, S), (N-380: H, 
4-N(Me)2CH2-Fh, S, S), (N-381: H, 6-Cl-pyridine-3-yl, S, S), (N-382: H, 5,6- 

15 diCl-pyridine-3-yl, S, S), (N-383: H, 5-Cl-pyridine-2-yl, S, S), (N-384: H, 4:5- 
diCl-pyridine-2-yl, S, S), (N-885: H, 4-ClCH2-Bn, S, S), (N-386: H, Bn, S, S), 
(N-387: H, 4-Cl-Bn, S, S), (N-388: H, 4-Br-Bn, S, S), (N-389: H, 4-F-Bn. S, S), 
(N-390: H, 3,4-diCl-Bn, S, S), (N-391: H, 3,4-diBr-Bn, S, S), (N-392: H, 3,4- 
diF-Bn, S, S), (N-393: H, 4-Cl-Bz, S, S), (N-394: H, 3,4-diCl-Bz, S, S), (N-395: H, 

20 4-Br-Bz, S, S), (N-396: H, 3,4-diBr-Bz, S, S), (N-397: H, 4-F-Bz, S, S), (N-398: H, 
3,4-diF-Bz, S, S), (N-399: H, 4-N02-Bn, S, S), (N-400: H, 4-CN-Bn, S, S), (N- 
401: Me, Ph, S, S), (N-402: Me, 4-F-Ph, S, S), (N-403: Me, 4-Br-Ph, S, S), (N- 
404: Me, 4-Me-Ph, S, S), (N-405: Me, 4-Ph-Ph, S, S), (N-406: Me, 4-OMe-Ph, S, 
S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4-COOMe-Ph. S, S), (N-409: Me, 

25 4-Pen-Ph, S, S), (N-410: Me, 4-N02-Ph, S, S), (N-411: Me, 5-Cl-thiophene-2-yl, 
S, S), (N-412: Me, 3-Thienyl, S, S), (N-413: Me, 2-Py, S, S), (N-414: Me, 3-Py, S, 
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S), (N-415: Me, 4-Py, S, S), (N-416: Me, 3,4-diF-Ph, S, S), (N-417: Me, 5-Br- 
thiopheiie-2-yl, S, S), (N-418: Me, 4-CONH2-Ph, S, S). (N-419: Me, 4- 
CON(Me)H-Ph, S, S), (N-420: Me, 4-CON(Me)2-Ph, S, S), (N-421: Me, 4- 
iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, S, S), (N-423: Me, 6-Me- 
5 pyridine-3-yl, S, S), (N-424: Me, Quinoline-3-yl, S, S), (N-425: Me, 4-NH2-Ph, S, 
S), (N-426: Me, 4-N(Ac)H-Ph, S, S), (N-427: Me, 4-OH-Ph, S, S), (N-428: Me, 
3,4-di(OH)2-Ph, S, S), (N-429: Me, 3,4.di(NH2)-Ph, S, S), (N-430: Me, 3:4- 
[N(Ac)H]2-Ph, S, S), (N-431: Me. 4-SH-Ph, S, S), (N-432: Me, 4-SMe-Ph, S, S), 
(N-433: Me, 3,4-diBr-Ph, S, S), (N-434: Me, 4-N(Me)H-Ph, S, S), (N-435: Me, 

10 4-N(Me)2-Ph, S, S), (N-436: Me, 4-N(Me)3-*--Ph, S, S), (N-437: Me, 4-Et-Ph, S, S), 
(N-438: Me, 4-iPr-Ph, S, S), (N-439: Me, 4-nPr-Ph, S, S), (N-440: Me, 4-nBu-Ph, 
S, S), (N-441: Me, 4-iBu-Ph, S, S), (N-442: Me, 3,4-diMe-Ph, S, S), (N-443: Me, 
l,3-Benzodioxole-5-yl, S, S), (N-444: Me, N-Me-pyridinium-4-yl, S, S), (N-445: 
Me, N-Me-pyridinium-3-yl, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N- 

15 447: Me, 2-Pyrazinyl, S, S), (N-448: Me, 3-Pyrrolyl, S, S), (N-449: Me, 1-Me- 
pyrrole-3-yl, S, S), (N-450: Me, Pyridine N-oxide-4-yl, S, S), (N-451: Me, 
Pyridine N-oxide-3-yl, S, S), (N-452: Me, 6-OH-pyridine-3-yl, S, S), (N-453: Me, 
6-SH-pyridine-3-yl, S, S), (N-454: Me, l-Ac-pyrrole-3-yl, S, S), (N-455: Me, 4- 
CF3-Ph, S, S), (N-456: Me, 4-CN-Ph, S, S), (N-457: Me, 4-CHO-Ph, S, S), (N- 

20 458: Me, 3-Cl-Ph, S, S), (N-459: Me, 3-Br-Ph, S, S), (N-460: Me, 3-F-Pli, S, S), 
(N-461: Me, 3-I-Ph, S, S), (N-462: Me, 4-I-Ph, S, S), (N-463: Me, 4-OCF3-PI1, S, 
S), (N-464: Me, 3,4-diI-Ph, S, S), (N-465: Me, Indole-6-yl, S, S), (N-466: Me, 

1- Ac-indole-6-yl, S, S), (N-467: Me, l-Me-indole-6-yl, S, S), (N-468: Me, 4-(l- 
Imidazolyl)-Ph, S, S), (N-469: Me, 4-Morphorino-Ph, S, S), (N-470: Me, 4-(l- 

25 Piper azinyl)-Ph, S, S), (N-471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me, 

2- Furyl, S, S), (N-473: Me, 5-Me-furan-2-yl, S, S), (N-474: Me, 5-Me-furan-2- 
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yl, S, S), (N-475: Me, 2-Thiazolyl, S, S), (N-476: Me, l:4-Benzodioxin-6-yl, S, S), 
(N-477: Me, Benzo[b]furan-2-yl, S, S), (N-478: Me, 4-NH2CH2-Ph, S, S), (N-479: 
Me, 4-N(Me)HCH2-Ph, S, S), (N-480: Me, 4-N(Me)2CH2-Ph, S, S), (N-481: Me, 
6-Cl-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCl-pyridine-3-yl, S, S), (N-483: Me, 
5 5-Cl-pyridine-2-yl, S, S), (N-484: Me, 4:5-diCl-pyridine-2-yl, S, S), (N-485: Me, 
4-ClCH2-Bn, S, S), (N-486: Me, Bn, S, S), (N-487: Me, 4-Cl-Bn, S, S), (N-488: 
Me, 4-Br-Bn, S, S), (N.489: Me, 4-F-Bn, S, S), (N-490: Me, 3,4-diCl-Bn, S, S), 
(N-491: Me, 3,4-diBr-Bn, S, S), (N-492: Me, 3.4-diF-Bn, S, S), (N-493: Me, 4- 
Cl-Bz, S, S), (N-494: Me, 3,4-diCl-Bz, S, S), (N-495: Me, 4-Br-Bz, S, S), (N-496: 

10 Me, 3,4-diBr-Bz, S, S), (N-497: Me, 4-P-Bz, S, S), (N-498: Me, 3,4-diF-Bz, S, S), 
(N-499: Me, 4-N02-Bn, S, S), (N-500: Me, 4-CN-Bn, S, S), (N-501: Et, Ph, S, S), 
(N-502: Et, 4-F-Ph, S, S), (N-503: Et, 4-Br-Ph, S, S), (N-504: Et, 4-Me-Ph, S, S), 
(N-505: Et, 4-Pli-Ph, S, S), (N-506: Et, 4-OMe-Ph, S, S), (N-507: Et, 4-tBu-Ph, S, 
S), (N-508: Et, 4-COOMe-Ph, S, S), (N-509: Et, 4-Pen-Ph, S, S), (N-510: Et, 4- 

15 N02-Ph, S, S), (N-511: Et, 5-Cl-thiophene-2-yl, S, S), (N-512: Et, 3-Thienyl, S, 
S), (N-513: Et, 2-Py, S, S), (N-514: Et, 3-Py, S, S), (N-515: Et, 4-Py, S, S), (N- 
516: Et, 3,4-diF-Ph, S, S), (N-517: Et, 5-Br-thiophene-2-yl, S, S), (N-518: Et, 
4-CONH2-Ph, S, S), (N-519: Et, 4-CON(Me)H-Ph, S, S), (N-520: Et, 4- 
C0N(Me)2-Ph, S, S), (N-521: Et, 4-iPrOC(=0)-Ph, S, S), (N-522: Et, 4- 

20 nBuOC(=0)-Ph, S, S), (N-523: Et, 6-Me-pyridine-3-yl, S, S), (N-524: Et, 
Quinoline-3-yl, S, S), (N-525: Et, 4-NH2-Ph, S, S), (N-526: Et, 4-N(Ac)H-Ph, S, 
S), (N-527: Et, 4-OH-Ph, S, S), (N-528: Et, 3,4-di(OH)2-Ph, S, S), (N-529: Et, 
3,4-di(NH2)-P.h, S, S), (N-530: Et, 3:4-[N(Ac)H]2-Ph, S, S), (N-531: Et, 4-SH-Ph, 
S, S), (N-532: Et, 4-SMe-Ph, S, S), (N-533: Et, 3,4-diBr-Ph, S, S), (N-534: Et, 

25 4-N(Me)H-Ph, S, S), (N-535: Et, 4-N(Me)2-Ph, S, S), (N-536: Et, 4-N(Me)3+-Ph, 
S, S), (N-537: Et, 4-Et-Ph, S, S), (N-538: Et, 4-iPr-Ph, S, S), (N-539: Et, 4- 
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nPr-Ph, S, S), (N-540: Et, 4-nBu-Ph, S, S), (N-541: Et, 4-iBu-Ph, S, S), (N-542: 
Et, 3,4-diMe-Ph, S, S), (N-543: Et, l,3-Benzodioxole-5-yl, S, S), (N-544: Et, 
N-Me-pyridiiiium-4-yl, S, S), (N-545: Et, N-Me-pyridinium-3-yl, S, S), (N-546: 
Et, 5-Me-Pyridine-2.yl, S, S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: Et, 3- 
5 Pyrrolyl, S, S), (N-549: Et, l-Me-pyrrole-3-yl, S, S), (N-550: Et, Pyridine N- 
oxide-4-yl, S, S), (N-551: Et, Pyridine N-oxide-3-yl, S, S), (N-552: Et, 6-OH- 
pyridine-3-yl, S, S), (N-553: Et, 6-SH-pyridine-3-yl, S, S), (N-554: Et, l-Ac- 
pyrrole-3-yl, S, S), (N-555: Et, 4-CF3-Ph, S, S), (N-556: Et, 4-CN-Ph, S, S), 
(N-557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-Cl-Ph, S, S), (N-559: Et, 3-Br-Ph, S, 

10 S), (N-560: Et, 3-F-Ph, S, S), (N-561: Et, 3-I-Ph, S, S), (N-562: Et, 4-I-Ph, S, S), 
(N-563: Et, 4-0CF3-Ph, S, S), (N-564: Et, 3,4-diI-Ph, S, S), (N-565: Et, Indole- 
6-yl, S, S), (N-566: Et, l-Ac-indole-6-yl, S, S), (N-567: Et, l-Me-indole-6-yl, S, 
S), (N-568: Et, 4-(l-Imidazolyl)-Ph, S, S), (N-569: Et, 4-Morphorino-Ph, S, S), 
(N-570: Et, 4-(l-Piperazinyl)-Ph, S, S), (N-571: Et, 2:5-diMe-thiophene-3-yl, S, 

15 S), (N-572: Et, 2-Furyl, S, S), (N-573: Et, 5-Me-furan-2-yl, S, S), (N-574: Et, 
5-Me-furan-2-yl, S, S), (N-475: Et, 2-Thiazolyl, S, S), (N-576: Et, 1:4- 
Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b]furan-2-yl, S, S), (N-578: Et, 4- 
NH2CH2-Ph, S, S), (N-579: Et, 4-N(Me)HCH2-Ph, S, S), (N-580: Et, 4- 
N(Me)2CH2-Ph, S, S), (N-581: Et, 6rCl-pyridine-3-yl, S, S), (N-582: Et, 5,6- 

20 diCl-pyridine-3-yl, S, S), (N-583: Et, 5-Cl-pyridine-2-yl, S, S), (N-584: Et, 
4:5-diCl-pyridine-2-yl, S, S), (N-585: Et, 4-ClCH2-Bn, S, S), (N-586: Et, Bn, S, 
S), (N-587: Et, 4-Cl-Bn, S, S), (N-588: Et, 4-Br-Bn, S, S), (N-589: Et, 4-F-Bn, S, 
S), (N-590: Et, 3,4-diCl-Bn, S, S), (N-591: Et, 3,4-diBr-Bn, S, S), (N-592: Et, 
3,4-diF-Bn, S, S), (N-593: Et, 4-Cl-Bz, S, S), (N-594: Et, 3,4-diCl-Bz, S, S), 

25 (N-595: Et, 4-Br-Bz, S, S), (N.596: Et, 3,4-diBr-Bz, S, S), (N-597: Et, 4-F-Bz, S, 
S), (N-598: Et, 3,4-diF-Bz, S, S), (N-599: Et, 4-N02-Bn, S, S), (N-600: Et, 4- 
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CN-Bn, S, S), (N-601: COOMe, Ph, S, S), (N-602: COOMe, 4-F-Ph, S, S), (N-603: 
COOMe, 4-Br-Ph, S, S), (N-604: COOMe, 4-Me-Ph, S, S), (N-605: COOMe, 4- 
Ph-Ph, S, S), (N-606: COOMe, 4-OMe-Ph, S, S), (N-607: COOMe, 4-tBu-Ph, S, 
S), (N-608: COOMe, 4-COOMe-Ph, S, S), (N-609: COOMe, 4-Pen-Ph, S, S), (N- 
5 510: COOMe, 4-N02-Ph, S, S), (N-611: COOMe, 5-Cl-thiophene-2-yl, S, S), 
(N-612: COOMe, 3-Thienyl, S, S), (N-513: COOMe, 2-Py, S, S), (N-614: COOMe, 
3-Py, S, S), (N-615: COOMe, 4-Py, S, S), (N-616: COOMe, 3,4-diF-Ph, S, S), 
(N-617: COOMe, 5-Br-thiophene-2-yl, S, S), (N-618: COOMe, 4-CONH2-Ph, S, 
S), (N-619: COOMe, 4-C0N(Me)H-Ph, S, S), (N-620: COOMe, 4-C0N(Me)2-Ph, 

10 S, S), (N-621: COOMe, 4-iPrOC(=0)-Ph, S, S), (N-622: COOMe, 4- 
nBuOC(=0)-Ph, S, S), (N-623: COOMe, 6-Me-pyridine-3-yl, S, S), (N-624: 
COOMe, Quinoline-3-yl, S, S), (N-625: COOMe, 4-NH2-Ph, S, S), (N-626: 
COOMe, 4-N(Ac)H-Ph, S, S), (N-627: COOMe, 4-OH-Ph, S, S), (N-628: COOMe, 
3,4-di(0H)2-Ph, S, S), (N-629: COOMe, 3,4-di(NH2)-Ph, S, S), (N-630: COOMe, 

15 3:4-[N(Ac)H]2-Ph, S, S), (N-631: COOMe, 4-SH-Ph, S, S), (N-632: COOMe, 4- 
SMe-Ph, S, S), (N-633: COOMe, 3,4-diBr-Ph, S, S), (N-634: COOMe, 4- 
N(Me)H-Ph, S, S), (N-635: COOMe, 4-N(Me)2-Ph, S, S), (N-636: COOMe, 4- 
N(Me)3+-Ph, S, S), (N-637: COOMe, 4-Et-Ph, S, S), (N-638: COOMe, 4-iPr-Ph, S, 
S), (N-639: COOMe, 4-nPr-Ph, S, S), (N-640: COOMe, 4-nBu-Ph, S, S), (N-641: 

20 COOMe, 4-iBu-Ph, S, S), (N-642: COOMe, 3,4-diMe-Ph, S, S), (N-643: COOMe, 
l,3-Benzodioxole-5-yl, S, S), (N-644: COOMe, N-Me-pyridiniuin-4-yl, S, S), 
(N-645: COOMe, N-Me-pyridinium-8-yl, S, S), (N-646: COOMe, 5-Me- 
Pyridine-2-yl, S, S), (N-647: COOMe, 2-Pyrazinyl, S, S), (N-648: COOMe, 3- 
Pyrrolyl, S, S), (N-649: COOMe, l-Me-pyrrole-3-yl, S, S), (N-650: COOMe, 

25 Pyridine N-oxide-4-yl, S, S), (N-651: COOMe, Pyridine N-oxide-3-yl, S, S), 
(N-652: COOMe, 6-OH-pyridine-3-yl, S, S), (N-653: COOMe, 6-SH-pyridine-3- 
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yl, S, S), (N-654: COOMe, l-Ac-pyrrole-3-yl, S, S), (N-655: COOMe, 4-CF3-Ph, S, 
S), (N-656: COOMe, 4-CN-Ph, S, S), (N-657: COOMe, 4-CHO-Ph, S, S), (N-658: 
COOMe, 3-Cl-Ph, S, S), (N-659: COOMe, 3-Br-Ph, S, S), (N-660: COOMe, 3-F- 
Ph, S, S), (N-661: COOMe, 3-I-Pli, S, S), (N-662: COOMe, 4-I-Ph, S, S), (N-663: 
5 COOMe, 4-OCF3-Ph, S, S), (N-664: COOMe, 3,4-diI-Ph, S, S), (N-665: COOMe, 
Indole-6-yl, S, S), (N-666: COOMe, l-Ac-indole-6-yl, S, S), (N-667: COOMe, 1- 
Me-indole-6-yl, S, S), (N-668: COOMe, 4.(l-Imidazolyl)-Ph, S, S), (N-669: 
COOMe, 4-Morphorino-Ph, S, S), (N-670: COOMe, 4-(l-Piperazinyl)-Ph, S, S), 
(N-671: COOMe, 2:5-diMe-thiophene-3-yl, S, S). (N-672: COOMe, 2-Furyl, S, S), 

10 (N-673: COOMe, 5-Me-furan-2-yl, S, S), (N-674: COOMe, 5-Me-furan-2-yl, S, S), 
(N-675: COOMe, 2-Thiazolyl, S, S), (N-676: COOMe, l:4-Benzodioxin-6-yl, S, 
S), (N-577: COOMe, Benzo[b]furan-2-yl, S, S), (N-678: COOMe, 4-NH2CH2-PI1, 
S, S), (N-679: COOMe, 4-N(Me)HCH2-Ph, S, S), (N.680: COOMe, 4- 
N(Me)2CH2-Pli, S, S), (N-681: COOMe, 6-Cl-pyridine-3-yl, S, S), (N-682: 

15 COOMe, 5,6-diCl-pyridine-3-yl, S, S), (N-683: COOMe, 5-Cl-pyridine-2-yl, S, 
S), (N-684: COOMe, 4:5-diCl-pyridine-2-yl, S, S), (N-685: COOMe, 4-ClCH2-Bn, 
S, S), (N-686: COOMe, Bn, S, S), (N-687: COOMe, 4-Cl-Bn, S, S), (N-688: 
COOMe, 4-Br-Bn, S, S), (N-689: COOMe, 4-F-Bn, S, S), (N-690: COOMe, 3,4- 
diCl-Bn, S, S), (N-691: COOMe, 3,4-diBr-Bn, S, S), (N-692: COOMe, 3,4-diF-Bn, 

20 S, S), (N-693: COOMe, 4-Cl-Bz, S, S), (N-694: COOMe, 3,4-diCl-Bz, S, S), (N- 
695: COOMe, 4-Br-Bz, S, S), (N-696: COOMe, 3,4-diBr-Bz, S, S), (N-697: 
COOMe, 4-F-Bz, S. S), (N-698: COOMe, 3,4-diF-Bz, S, S), (N-699: COOMe, 4- 
N02-Bn, S, S), (N-700: COOMe, 4-CN-Bn, S, S), (N-701: Ph, H, O, S), (N-702: 
4-F-Ph, H, O, S), (N-703: 4-Br-Ph, H, O, S), (N-704: 4-Me-Ph, H, O, S), (N-705: 

25 4-Ph-Ph, H, O, S), (N-706: 4-OMe-Ph, H, O, S). (N-707: 4-tBu-Ph, H, O, S), 
(N-708: 4-COOMe-Ph, H, O, S), (N-709: 4-Pen-Ph, H, O, S), (N-710: 4-N02-Ph, 
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H, O, S), (N-711: 5-Cl-thiopliene-2-yl, H, O, S), (N-712: 3-Thienyl, H, O, S), 
(N-713: 2-Py. H, 0, S), (N-714: 3-Py, H, O, S), (N-715: 4-Py, H, O, S), (N-716: 
3,4-diF-Ph, H, O, S), (N-717: 5-Br-thiophene-2-yl, H, O, S), (N-718: 4-CONH2- 
Ph, H, O, S), (N-719: 4-C0N(Me)H-Ph, H, O, S), (N.720: 4-CON(Me)2-Ph, H, O, 
5 S), (N-721: 4-iPrOC(=0)-Ph, H, O, S), (N-722: 4-iiBuOC(=0)-Ph, H, O, S), (N- 
723: 6-Me-pyridine-3-yl, H, O, S), (N-724: Quinoline-3-yl, H, O, S), (N-725: 4- 
NH2-Ph, H, O, S), (N-726: 4-N(Ac)H-Ph, H, O, S), (N-727: 4-OH-Ph, H, O, S), 
(N-728: 3,4-cli(OH)2-Ph, H, O, S), (N-729: 3,4-di(NH2)-Ph, H, O, S), (N-730: 
3:4-[N(Ac)H]2-Ph, H, O, S), (N-731: 4-SH-Ph, H, O, S), (N-732: 4-SMe-Ph, H, O, 

10 S), (N-733: 3,4-diBr-Ph, H, O, S), (N-734: 4-N(Me)H.Ph, H, O, S), (N-735: 4- 
N(Me)2-Ph, H, O, S), (N-736: 4-N(Me)3+-Ph, H, O, S), (N-737: 4-Et-Ph, H, O, S), 
(N-738: 4-iPr-Ph, H, O, S), (N-739: 4-nPr-Ph, H, O, S), (N-740: 4-nBu-Ph, H, O, 
S), (N-741: 4-iBu-Ph, H, O, S), (N-742: 3,4-diMe-Ph, H, O, S), (N-743: 1,3- 
Benzodioxole-5-yl, H, O, S), (N-744: N-Me-pyridinium-4-yl, H, O, S), (N-745: 

15 N-Me-pyridinium-3-yl, H, O, S), (N-746: 5-Me-Pyridme-2-yl, H, O, S), (N-747: 
2-Pyrazinyl, H, O, S), (N-748: 3-Pyrrolyl, H, O, S), (N-749: l-Me-pyrrole-3-yl, 
H, O, S), (N-750: Pyridine N-oxide-4-yl, H, O, S), (N-751: Pyridine N-oxide-3- 
yl, H, O, S), (N-752: 6-OH-pyridine-3-yl, H, O, S), (N-753: 6-SH-pyridine-3-yl, 
H, O, S), (N-754: l-Ac-pyrrole-3-yl, H, O, S), (N-755: 4-CF3-Ph, H, O, S), (N- 

20 756: 4-CN-Ph, H, O, S), (N-757: 4-CHO-Ph, H, O, S), (N-758: 3-Cl-Pli, H, O, S), 
(N-759: 3-Br-Ph, H, O, S), (N-760: 3-F-Ph, H, O, S), (N-761: 3-I-Ph, H, O, S), 
(N-762: 4-I-Ph, H, O, S), (N-763: 4-OCF3-Ph, H, O, S), (N-764: 3,4-diI-Ph, H, O, 
S), (N-765: Indole-6-yl, H, O, S), (N-766: l-Ac-indole-6-yl, H, O, S), (N-767: 1- 
Me-indole-6-yl, H, O, S), (N-768: 4-(l-Imidazolyl)-Pli, H, O, S), (N-769: 4- 

25 Morphorino-Ph, H, O, S), (N-770: 4-(l-Piperazinyl)-Ph, H, O, S), (N-771: 2:5- 
diMe-thiophene-3-yl, H, O, S), (N-772: 2-Furyl, H, O, S), (N-773: 5-Me-furan- 
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2.yl, H, O, S), (N-774: 5-Me-furan-2-yl, H, O, S), (N-775: 2-Thiazolyl, H, O, S), 
(N-776: l:4.Benzodioxin-6-yl, H, O, S), (N-777: Benzo[b]furan-2-yl, H, O, S), 
(N-778: 4-NH2CH2-Ph, H, O, S), (N-779: 4-N(Me)HCH2-Ph, H, O, S), (N-780: 
4-N(Me)2CH2-Ph, H, O, S), (N-781: 6-Cl-pyridine-3-yl, H, O, S), (N-782: 5,6- 
5 diCl-pyridme-3-yl, H, O, S), (N-783: 5-Cl-pyridine-2-yl, H, O, S), (N-784: 4:5- 
diCl-pyridine-2-yl, H, O, S), (N-785: 4-CICH2-B11, H, O, S), (N-786: Bn, H, O, S), 
(N-787: 4-Cl-Bn, H, O, S), (N-788: 4-Br-Bn, H, O, S), (N.789: 4-F-Bn, H, O, S), 
(N-790: 3,4-diCl-Bn, H, O, S), (N-791: 3,4-diBr-Bii, H, O, S), (N-792: 3,4-diF- 
Bn, H, O, S), (N-793: 4-Cl-Bz, H, O, S), (N-794: 3,4-diCl-Bz, H, O, S), (N-795: 

10 4-Br-Bz, H, O, S), (N-796: 3,4-diBr-Bz, H, O, S), (N-797: 4-F-Bz, H, O, S), (N- 
798: 3,4-diF-Bz, H, O, S), (N-799: 4-N02-Bn, H, O, S), (N-800: 4-CN.Bn, H, O, 
S), (N-801: Ph, Me, O, S), (N-802: 4-F-Ph, Me, O, S), (N-803: 4-Br-Ph, Me, O. S), 
(N.804: 4-Me-Ph, Me, O, S), (N-805: 4-Ph-Ph, Me, O, S), (N-806: 4-OMe-Ph, Me, 
O, S), (N-807: 4-tBu-Ph, Me, O, S), (N-808: 4-COOMe-Pli, Me, O, S), (N-809: 

15 4-Pen-Ph, Me, O, S), (N-810: 4-N02-Ph, Me, O, S), (N-811: 5-Cl-thiophene-2-yl, 
Me, O, S), (N-812: 3-Thienyl, Me, O, S), (N-813: 2-Py, Me, O, S), (N-814: 3-Py, 
Me, O, S), (N-815: 4-Py, Me, O, S), (N-816: 3,4-diF-Ph, Me, O, S), (N-817: 5- 
Br-thiophene-2-yl, Me, O, S), (N.818: 4-CONH2-Ph, Me, O, S), (N-819: 4- 
CON(Me)H-Ph, Me, O, S), (N-820: 4-CON(Me)2-Ph, Me, O, S), (N-821: 4- 

20 iPrOC(=0)-Ph, Me, O, S), (N-822: 4-nBuOC(=0)-Ph, Me, O, S), (N-823: 6-Me- 
pyridine-8-yl. Me, O, S), (N-824: Quinolme-3-yl, Me, O, S), (N-825: 4-NH2-Ph, 
Me, O, S), (N-826: 4-N(Ac)H-Ph, Me, O, S), (N-827: 4-OH-Ph, Me, O, S), (N-828: 
3,4-di(OH)2-Ph, Me, O, S), (N-829: 3,4-di(NH2)-Ph, Me, O, S), (N-830: 3:4- 
[N(Ac)H]2-Ph, Me, O, S), (N-831: 4-SH-Ph, Me, O, S), (N-832: 4-SMe-Ph, Me, O, 

25 S), (N-833: 3,4-diBr-Ph, Me, O, S), (N-834: 4-N(Me)H-Ph, Me, O, S), (N-835: 
4-N(Me)2-Ph, Me, O, S), (N-836: 4-N(Me)3+-Ph, Me, O, S), (N-837: 4-Et-Ph, Me, 
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O, S), (N-838: 4-iPr-Ph, Me, O, S), (N-839: 4-nPr-Ph, Me, O, S), (N-840: 4- 
nBu-Ph, Me, O, S), (N.841: 4-iBu-Ph, Me, O, S), (N-842: 3,4-diMe-Ph, Me, O, S), 
(N.843: l,3-Benzodioxole-5-yl, Me, O, S), (N-844: N-Me-pyridinium-4-yl, Me, O, 
S), (N-845: N-Me-pyridinium-3-yl, Me, O, S), (N-846: 5-Me-Pyridine-2-yl, Me, 
5 O, S), (N-847: 2-Pyrazinyl, Me, O, S), (N-848: 3-Pyrrolyl, Me, O, S), (N-849: 
l-Me-pyrrole-3-yl, Me, O, S), (N-850: Pyridine N-oxide-4-yl, Me, 0, S), (N-851: 
Pyridine N-oxide-3-yl, Me, O, S), (N-852: 6-OH-pyridine-3-yl, Me, O, S), (N- 
. 853: 6-SH-pyridine-3-yl, Me, O, S), (N-854: l-Ac-pyrrole-3-yl, Me, O, S), (N- 
855: 4-CF3-Ph, Me, O, S), (N-856: 4-CN-Ph, Me, O, S), (N-857: 4-CHO-Ph, Me, O, 
10 S), (N-858: 3-Cl-Ph, Me, O, S), (N.859: 3-Br-Ph, Me, O, S), (N-860: 3-F-Ph, Me, 
O, S), (N-861: 3-I-Ph, Me, O, S), (N.862: 4-I-Ph, Me, O, S), (N-863: 4-OCF3-Ph, 
Me, O, S), (N-864: 3,4-diI-Ph, Me, O, S), (N-865: Indole-6-yl, Me, O, S), (N-866: 

1- Ac-indole-6-yl, Me, O, S), (N-867: l-Me-indole-6-yl, Me, O, S), (N-868: 4-(l- 
Imidazolyl)-Ph, Me, O, S), (N-869: 4-Morphorino-Ph, Me, O, S), (N-870: 4-(l- 

15 Piperazinyl)-Ph, Me, O, S), (N-871: 2:5-diMe-thiophene-3-yl, Me, O, S), (N-872: 

2- Furyl, Me, O, S), (N-873: 5-Me-furan-2-yl, Me, O, S), (N-874: 5-Me-furan-2- 
yl. Me, O, S), (N-875: 2-Thiazolyl, Me, O, S), (N-876: l:4-Benzodioxin-6-yl, Me. 
O, S), (N-877: Benzo[b]furan-2-yl, Me, O, S), (N-878: 4-NH2CH2-Ph, Me, O, S), 
(N-879: 4-N(Me)HCH2-Ph, Me, O, S), (N-880: 4-N(Me)2CH2-Ph, Me, O, S), (N- 

20 881: 6-Cl-pyridine-3-yl, Me, O, S), (N-882: 6,6-diCl-pyridine-3-yl, Me, O, S), 
(N-883: 5-Cl-pyridine-2.yl, Me, O, S), (N-884: 4:5-diCl-pyridine-2-yl, Me, O, S), 
(N-885: 4-ClCH2-Bn, Me, O, S), (N-886: Bn, Me, O, S), (N-887: 4-Cl-Bn, Me, O, 
S), (N-888: 4-Br-Bn, Me, O, S), (N-889: 4-F-Bn, Me, O, S), (N-890: 3,4-diCl-Bn, 
Me, O, S), (N-891: 3,4-diBr-Bn, Me, O, S), (N-892: 3,4-diF-Bn, Me, O, S), (N- 

25 893: 4-Cl-Bz, Me, O, S), (N-894: 3,4-diCl-Bz, Me, O, S), (N-895: 4-Br-Bz, Me, O, 
S), (N-896: 3,4-diBr-Bz, Me, O, S), (N-897: 4-F-Bz, Me, O, S), (N-898: 3,4-diF- 
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Bz, Me, O, S), (N-899: 4-N02-Bn, Me, O, S), (N-900: 4.CN-Bn, Me, O, S), (N-901: 
Ph, Et, O, S), (N.902: 4-F-Ph, Et, O, S), (N-903: 4-Br-Ph, Et, O, S), (N-904: 4- 
Me-Ph, Et, O, S), (N-905: 4-Ph-Ph, Et, O, S), (N-906: 4-OMe-Ph, Et, O, S), (N- 
907: 4-tBu-Ph, Et, O, S), (N-908: 4-COOMe-Ph, Et, O, S), (N-909: 4-Pen-Ph, Et, 
5 O, S), (N-910: 4.N02-Ph, Et, O, S), (N-911: 5-Cl-thiophene-2-yl, Et, O, S), (N- 
912: 3-Thienyl, Et, O, S), (N-913: 2-Py, Et, O, S), (N-914: 3-Py, Et, O, S), (N- 
915: 4-Py, Et, O, S), (N-916: 3,4-diF-Ph, Et, O, S), (N-917: 5-Br-thiophene-2-yl, 
Et, O, S), (N-918: 4-CONH2-Ph, Et, O, S), (N-919: 4-C0N(Me)H-Ph, Et, O, S), 
(N-920: 4-CON(Me)2-Ph, Et, O, S), (N-921: 4-iPrOC(=0)-Ph, Et, O, S), (N-922: 

10 4-nBuOC(=0)-Ph, Et, O, S), (N-923: 6-Me-pyridine-3-yl, Et, O, S), (N-924: 
Quinoline-3-yl, Et, O, S), (N-925: 4-NH2-Ph, Et, O, S), (N-926: 4-N(Ac)H-Ph, Et, 
O, S), (N.927: 4-OH-Ph, Et, O, S). (N-928: 3,4-di(OH)2-Ph, Et, O, S), (N-929: 
3,4-di(NH2)-Ph, Et, O, S), (N-930: 3:4-[N(Ac)H]2-Ph, Et, O, S), (N-931: 4-SH- 
Ph, Et, O, S), (N-932: 4-SMe-Ph, Et, O, S), (N-933: 3,4-diBr-Ph, Et, O, S), (N- 

15 934: 4-N(Me)H-Ph, Et, O, S), (N-935: 4-N(Me)2-Ph, Et, O, S), (N-936: 4- 
N(Me)3+-Ph, Et, O, S), (N-937: 4-Et-Ph, Et, O, S), (N-938: 4-iPr-Ph, Et, O, S), 
(N-939: 4-nPr-Ph, Et, O, S), (N-940: 4-nBu-Ph, Et, O, S), (N-941: 4-iBu-Ph, Et, 
O, S), (N-942: 3,4-diMe-Ph, Et, O, S), (N-943: l,3-Benzodioxole-5-yl, Et, O, S), 
(N-944: N-Me-pyridinium-4-yl, Et, O, S), (N-945: N-Me-pyridinium-3-yl, Et, O, 

20 S), (N-946: 5-Me-Pyridine-2-yl, Et, O, S), (N-947: 2-Pyrazinyl, Et, O, S), (N- 
948: 3-Pyrrolyl, Et, O, S), (N-949: l-Me-pyrrole-3-yl, Et, O. S), (N-950: 
Pyridine N-oxide-4-yl, Et, O, S), (N-951: Pyridine N-oxide-3-yl, Et, O, S), (N- 
952: 6-OH-pyridine-3-yl, Et, O, S), (N-958: 6-SH-pyridine-3-yl, Et, O, S), (N- 
954: l-Ac-pyrrole-3-yl, Et, O, S), (N-955: 4-CF3-Ph, Et, O, S), (N-956: 4-CN-Ph, 

25 Et, O, S), (N-957: 4-CHO-Ph, Et, O, S), (N-958: 3-Cl-Ph, Et, O, S), (N-959: 3- 
Br-Ph, Et, O, S), (N-960: 3-F-Ph, Et, O, S), (N-961: 3-I-Ph, Et, O, S), (N-962: 
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4-I-Ph, Et, O, S), (N-963: 4-0CF3-Ph, Et, O, S), (N-964; 3,4-diI-Ph. Et, O, S), 
(N-965: Indole-6-yl, Et, O, S), (N-966: l-Ac-indole-6-yl, Et, O, S), (N-967: 1- 
Me -indole -6-yl, Et, O, S), (N-968: 4-(l-Iinidazolyl)-Ph, Et, O, S), (N-969: 4- 
Morphorino-Ph, Et, O, S), (N-970: 4-(l-Piperazinyl)-Ph, Et, O, S), (N-971: 
5 2:5-diMe-thiophene-3-yl, Et, O, S), (N-972: 2-Furyl, Et, O, S), (N-973: 5-Me- 
furan-2-yl, Et, O, S), (N-974: 5-Me-furan-2-yl, Et, O, S), (N-975: 2-Thiazolyl, Et, 
O, S), (N-976: l:4-Benzodioxin-6-yl, Et, O, S), (N-977: Benzo[b]furan-2-yl, Et, 
O, S), (N-978: 4-NH2CH2-Ph, Et, O, S), (N-979: 4-N(Me)HCH2-Ph, Et, O, S), 
(N-980: 4-N(Me)2CH2-Ph, Et, O, S), (N-981: 6-Cl-pyridine-3-yl, Et, O, S), (N- 

10 982: 5,6-diCl-pyridine-3-yl, Et, O, S), (N-983: 5-Cl-pyridine-2-yl, Et, O, S), 
(N-984: 4:5-diCl-pyridine-2-yl, Et, O, S), (N-985: 4-ClCH2-Bn, Et, O, S), (N- 
986: Bn, Et, O, S), (N-987: 4-Cl-Bn, Et, O, S), (N-988: 4-Br-Bn, Et, O, S), (N- 
989: 4-F-Bn, Et, O, S), (N-990: 3,4-diCl-Bn, Et, O, S), (N-991: 3,4-diBr-Bn, Et, 
O, S), (N-992: 3,4-diF-Bn, Et, O, S), (N.993: 4-Cl-Bz, Et, O, S), (N-994: 3,4- 

15 diCl-Bz, Et, O, S), (N-995: 4-Br-Bz, Et, O, S), (N-996: 3,4-diBr-Bz, Et, O, S), 
(N-997: 4-F-Bz, Et, O, S), (N-998: 3,4-diF-Bz, Et, O, S), (N-999: 4-N02-Bn, Et, O, 
S), (N-1000: 4-CN-Bn, Et, O, S), (N-lOOl: Ph, COOMe, O, S), (N-1002: 4-F-Ph, 
COOMe, O, S), (N-1003: 4-Br-Ph, COOMe, O, S), (N-1004: 4.Me-Ph, COOMe, O, 
S), (N-1005: 4-Ph-Ph, COOMe, O, S), (N-1006: 4-OMe-Ph, COOMe, O, S), (N- 

20 1007: 4-tBu-Ph, COOMe, O, S), (N-1008: 4-COOMe-Ph, COOMe, O, S), (N-1009: 
4-Pen-Ph, COOMe, O, S), (N-lOlO: 4-N02-Ph, COOMe, O, S), (N-1011: 5-Cl- 
thiophene-2-yl, COOMe, O, S), (N-1012: 3-Thienyl, COOMe, O, S), (N.1013: 
2-Py, COOMe, O, S), (N-1014: 3-Py, COOMe, O, S), (N-1015: 4-Py, COOMe, O, 
S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N-1017: 5-Br-thiophene-2-yl, COOMe, 

25 O, S), (N-1018: 4-CONH2-Ph, COOMe, O, S), (N-1019: 4-C0N(Me)H-Ph, 
COOMe, O, S), (N-1020: 4-CON(Me)2-Ph, COOMe, O, S), (N-1021: 4- 
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iPrOC(=0)-Ph, COOMe, O, S), (N-1022: 4-nBuOC(=0)-Ph, COOMe, O, S), (N- 
1023: 6-Me-pyridiiie-3-yl, COOMe, O, S), (N-1024: Qumoline-3-yl, COOMe, 0, 
S), (N-1025: 4-NH2-Ph, COOMe, O, S), (N-1026: 4-N(Ac)H-Ph, COOMe, O, S), 
(N-1027: 4-OH-Ph, COOMe, O, S), (N-1028: 3,4-di(OH)2-Ph, COOMe, O, S), 
5 (N-1029: 3,4-di(NH2)-Ph, COOMe, O, S), (N-1030: 3:4-[N(Ac)H]2-Ph, COOMe, O, 
S), (N-1031: 4-SH-Ph, COOMe, O, S), (N-1032: 4-SMe-Pli, COOMe, O, S), (N- 
1033: 3,4-diBr-Ph, COOMe, O, S), (N-1034: 4-N(Me)H-Ph, COOMe, O, S), (N- 
1035: 4-N(Me)2-Ph, COOMe, O, S), (N-1036: 4-N(Me)3+-Ph, COOMe, O, S), (N- 
1037: 4-Et-Pli, COOMe, O, S), (N-1038: 4-iPr-Ph, COOMe, O, S), (N-1039: 4- 

10 nPr-Ph, COOMe, O, S), (N-1040: 4-nBu-Ph; COOMe, O, S), (N-1041: 4-iBu-Ph, 
COOMe, O, S), (N-1042: 3,4-diMe-Ph, COOMe, O, S), (N-1043: 1,3- 
Benzodioxole-5-yl, COOMe, O, S), (N-1044: N-Me-pyridinium-4-yl, COOMe, O, 
S), (N-1045: N-Me-pyridinium-3-yl, COOMe, O, S), (N-1046: 5-Me-Pyridine-2- 
yl, COOMe, O, S), (N-1047: 2-Pyrazinyl, COOMe, O, S), (N-1048: 3-Pyrrolyl, 

15 COOMe, O, S), (N-1049: l-Me-pyrrole-3-yl, COOMe, O, S), (N-1050: Pyridine 
N-oxide-4-yl, COOMe, O, S), (N-1051: Pyridine N-oxide-3-yl, COOMe, O, S), 
(N-1052: 6-OH-pyridine-3-yl, COOMe, O, S), (N-1053: 6-SH-pyridine-3-yl, 
COOMe, O, S), (N-1054: l-Ac-pyrrole-3-yl, COOMe, O, S), (N-1055: 4-CF3-Ph, 
COOMe, O, S), (N-1056: 4-CN-Ph, COOMe, O, S), (N-1057: 4-CHO-Ph, COOMe, 

20 O, S), (N-1058: 3-Cl-Ph, COOMe, O, S), (N-1059: 3-Br-Ph, COOMe, O, S), (N- 
1060: 3-F-Ph, COOMe, O, S), (N-1061: 3-I-Ph, COOMe, O, S), (N-1062: 4-I-Ph. 
COOMe, O, S), (N-1063: 4-OCF3-Ph, COOMe, O, S), (N-1064: 3,4-diI-Ph, 
COOMe, 0, S), (N-1065: Indole-6-yl, COOMe, O, S), (N-1066: l-Ac-indole-6-yl, 
COOMe, O, S), (N-1067: l-Me-indole-6-yl, COOMe, O, S), (N-1068: 4-(l- 

25 Imidazolyl)-Ph, COOMe, O, S), (N-1069: 4-Morphorino-Ph, COOMe, O, S), (N- 
1070: 4-(l-Piperazinyl)-Ph, COOMe, O, S), (N-1071: 2:5-diMe-thiophene-3-yl, 
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COOMe, O, S), (N-1072: 2-Furyl, COOMe, O, S), (N-1073: 5-Me-furan-2-yl, 
COOMe, O, S), (N-1074: 5-Me-furan-2-yl, COOMe, O, S), (N-1075: 2-Thiazolyl, 
COOMe, O, S), (N-1076: l:4-Benzodioxm-6-yl, COOMe, O, S), (N-1077: 
Benzo[b]furan-2-yl, COOMe, O, S), (N-1078: 4-NH2CH2-Ph, COOMe, O, S), 
5 (N-1079: 4-N(Me)HCH2-Ph, COOMe, O, S), (N-1080: 4-N(Me)2CH2-Ph, COOMe, 
O, S), (N-1081: 6-Cl-pyridine-3-yl, COOMe, O, S), (N-1082: 5,6-diCl-pyridine- 

3- yl, COOMe, O, S), (N-1083: 5-Cl-pyridine-2-yl, COOMe, O, S), (N-1084: 4:5- 
diCl-pyridine-2-yl, COOMe, O, S), (N-1085: 4-ClCH2-Bn, COOMe, O, S), (N- 
1086: Bn, COOMe, O, S), (N-1087: 4-Cl-Bn, COOMe, O, S), (N-1088: 4-Br-Bii, 

10 COOMe, O, S), (N-1089: 4-F-Bn, COOMe, O, S), (N-1090: 8,4-diCl-Bn, COOMe, 
O, S), (N-1091: 3,4-diBr-Bn, COOMe, O, S), (N-1092: 3,4-diF-Bn, COOMe, O, S), 
(N-1093: 4-Cl-Bz, COOMe, O, S), (N-1094: 3,4-diCl-Bz, COOMe, O, S), (N-1095: 

4- Br-Bz, COOMe, O, S), (N-1096: 3,4-diBr-Bz, COOMe, O, S), (N-1097: 4-F-Bz, 
COOMe, O, S), (N-1098: 3,4-diF-Bz, COOMe, O, S), (N-1099: 4-N02-Bn, COOMe, 

15 O, S), (N-llOO: 4-CN-Bn, COOMe, O, S), (N-1101: H, Ph, O, S), (N.1102: H, 4- 
F-Ph, O, S), (N-1103: H, 4-Br-Ph, O, S), (N-1104: H, 4-Me-Ph, O, S), (N-1105: H, 
4-Ph-Ph, O, S), (N-1106: H, 4-OMe-Ph, O, S), (N-1107: H, 4-tBu-Ph, O, S), (N- 
1108: H, 4-COOMe-Ph, O, S), (N-1109: H, 4-Pen-Ph, O, S), (N-1110: H, 4-N02- 
Ph, O, S), (N-1111: H, 5-Cl-thiophene-2-yl, O, S), (N-1112: H, 3-Thienyl, O, S), 

20 (N-1113: H, 2-Py, O, S), (N-1114; H, 3-Py, O, S), (N-1115: H, 4-Py, O, S), (N- 
1116: H, 3,4-diF-Ph, O, S), (N-1117: H, 5-Br-thiophene-2-yl, O, S), (N-1118: H, 
4-CONH2-Ph, O, S), (N-1119: H, 4-C0N(Me)H-Ph, O, S), (N-1120: H, 4- 
CON(Me)2-Ph, O, S), (N-1121: H, 4-iPrOC(=0)-Ph, O, S), (N-1122: H, 4- 
nBuOC(=0)-Ph, O, S), (N-1123: H, 6-Me-pyridiiie-3-yl, O, S), (N-H24: H, 

25 Quinoline-3-yl, O, S), (N-1125: H, 4-NH2-Ph, O, S), (N-1126: H, 4-N(Ac)H-Pli, O, 
S), (N-1127: H, 4-OH-Ph, O, S), (N-1128: H, 3,4.di(OH)2-Ph, O, S), (N-1129: H, 
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3,4-di(NH2)-Ph, O, S), (N-1130: H, 3:4-[N(Ac)H]2-Ph, O, S), (N-1131: H, 4-SH- 
Ph, O, S), (N-1132: H, 4-SMe-Ph, O, S), (N-1133: H, 3,4-diBr-Ph, O, S), (N-1134: 
H, 4-N(Me)H-Ph, O, S), (N-1135: H, 4-N(Me)2-Ph, O, S), (N-1136: H, 4- 
N(Me)3+-Ph, O, S), (N-1137: H, 4.Et-Ph, O, S), (N-1138: H, 4-iPr-Ph, O, S), 
5 (N-1139: H, 4-nPr-Ph, O, S), (N-1140: H, 4-nBu-Ph, O, S), (N-1141: H, 4-iBu- 
Ph, O, S), (N-1142: H, 3,4-diMe-Ph, O, S), (N-143: H, l,3-Benzodioxole-5-yl, O, 
S), (N-1144: H, N-Me-pyridinium-4-yl, O, S), (N-1145: H, N-Me-pyridinium-3- 
yl, O, S), (N-H46: H, 5-Me-Pyridine-2-yl, O, S), (N-1147: H, 2-Pyrazinyl, O, S), 
(N-1148: H, 3-Pyrrolyl, O, S), (N-1149: H, l-Me-pyrrole-3-yl, O, S), (N-1150: H, 

10 Pyridine N-oxide-4-yl, O, S), (N-1151: H, Pyridine N-oxide-3-yl, O, S), (N-1152: 
H, 6-OH-pyridine-3-yl, O, S), (N-1153: H, 6-SH-pyridine-3-yl, O, S), (N-1154: H, 
l-Ac-pyrrole-3-yl, O, S), (N-1155: H, 4-CF3-Ph. O, S), (N-1156: H, 4-CN-Ph, O, 
S), (N-1157: H, 4-CHO-Ph, O, S), (N-1158: H, 3-Cl-Ph, O, S), (N.1159: H, 3- 
Br-Ph, O, S), (N-1160: H, 3-F-Ph, O, S), (N-1161: H, 3-I-Ph, O, S), (N-1162: H, 

15 4-I-Ph, O, S), (N-1163: H, 4-OCF3-Ph, O, S), (N-1164: H, 3,4-diI-Ph, O, S), (N- 
1165: H, Indole-6-yl, O, S), (N-1166: H, l-Ac-indole-6-yl, O, S), (N-1167: H, 1- 
Me-indole-6-yl, O, S), (N-1168: H, 4-(l-Imidazolyl)-Ph, O, S). (N-1169: H, 4- 
Morphorino-Ph, O, S), (N-1170: H, 4-(l-Piperazinyl)-Ph, O, S), (N-1171: H, 
2:5-diMe-thiophene-3-yl, O, S), (N-1172: H, 2-Furyl, O, S), (N-1173: H, 5-Me- 

20 furan-2-yl, O, S), (N-1174: H, 5-Me-furan-2-yl, O, S), (N-1175: H, 2-Thiazolyl, 
O, S), (N-1176: H, l:4-Benzodioxin-6-yl, O, S), (N-1177: H, Benzo[b]furan-2-yl, 
O, S), (N-1178: H, 4-NH2CH2-Ph, O, S), (N-1179: H, 4-N(Me)HCH2-Ph, O, S). 
(N-1180: H, 4-N(Me)2CH2-Ph, O, S), (N-1181: H, 6-Cl-pyridine-3-yl, O, S), (N- 
1182: H, 5,6-diCl-pyridine-3-yl O, S), (N-1183: H, 5-Cl-pyridine-2-yl, O, S), 

25 (N-1184: H, 4:5-diCl-pyridine-2-yl, O, S), (N-1185: H, 4-ClCH2-Bn, 0, S), (N- 
1186: H, Bn, O, S), (N-1187: H, 4-Cl-Bn, O, S), (N-1188: H, 4-Br-Bn, 0, S), 
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(N-1189: H, 4-F-Bn, O, S), (N-1190: H, 3,4.diCl-Bn, O, S), (N-1191: H, 3,4- 
diBr-Bn, O, S), (N-1192: H, 3,4-diF-Bn, O, S), (N-1193: H, 4-Cl-Bz, O, S), (N- 
1194: H, 3,4-diCl-Bz, O, S), (N-1195: H, 4-Br-Bz, O, S), (N-1196: H, 3,4-diBr- 
Bz, O, S), (N-1197: H, 4-F-Bz, O, S), (N-1198: H, 3,4-diF-Bz, O, S), (N-1199: H, 
5 4-N02-Bn, O, S), (N-1200: H, 4-CN-Bii, O, S), (N-1201: Me, Ph, O, S), (N-1202: 
Me, 4-F-Ph, O, S), (N-1203: Me, 4-Br-Ph, O, S), (N-1204: Me, 4-Me-Ph, O, S), 
(N-1205: Me, 4-Ph-Ph, O, S), (N-1206: Me, 4-OMe-Ph, O, S), (N-1207: Me, 4- 
tBu-Ph, O, S), (N-1208: Me, 4-COOMe-Ph, O, S), (N-1209: Me, 4-Pen-Ph, O, S), 
(N-1210: Me, 4-N02-Ph, O, S), (N-1211: Me, 5-Cl-thiophene-2-yl, O, S), (N- 

10 1212: Me, 3-Thienyl, O, S), (N-1213: Me, 2-Py, O, S), (N-1214: Me, 3-Py, O, S), 
(N-1215: Me, 4-Py, O, S), (N-1216: Me, 3,4-diF-Ph, O, S), (N-1217: Me, 5-Br- 
thiophene-2-yl, O, S), (N-1218: Me, 4-CONH2-PI1, O, S), (N-1219: Me, 4- 
CON(Me)H-Ph, O, S), (N-1220: Me, 4-CON(Me)2-Ph, O, S), (N-1221: Me, 4- 
iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBuOC(=0)-Ph, O, S), (N-1223: Me, 6- 

15 Me-pyridine-3-yl, O, S), (N-1224: Me, Qumolme-3-yl, O, S), (N-1225: Me, 4- 
NH2-Ph, O, S), (N-1226: Me, 4-N(Ac)H-Ph, O, S), (N-1227: Me, 4-OH-Ph, O, S), 
(N-1228: Me, 3,4-di(OH)2-Ph, O, S), (N-1229: Me, 3,4-di(NH2)-Ph, O, S), (N- 
1230: Me, 3:4-[N(Ac)H]2-Ph, O, S), (N-1231: Me, 4-SH-Ph, O, S), (N-1232: Me, 
4-SMe-Ph, O, S), (N-1233: Me, 3,4-diBr-Ph, O, S), (N-1234: Me, 4-N(Me)H-Ph, 

20 O, S), (N-1235: Me, 4-N(Me)2-Ph, O, S), (N-1236: Me, 4-N(Me)3+-Ph, O, S), (N- 
1237: Me, 4-Et-Ph, O, S), (N-1238: Me, 4-iPr-Ph, O, S), (N-1239: Me, 4-nPr-Ph, 
O, S), (N-1240: Me, 4-nBu-Ph, O, S), (N-1241: Me, 4-iBu-Ph, O, S), (N-1242: Me, 
3,4-diMe-Ph, .0, S), (N-1243: Me, l,3-Benzodioxole-5-yl, O, S), (N-1244: Me, 
N-Me-pyridinium-4-yl, O, S), (N-1245: Me, N-Me-pyridiiiium-3-yl, O, S), (N- 

25 1246: Me, 5-Me-Pyridine-2-yl, O, S), (N-1247: Me, 2-Pyrazinyl, O, S), (N-1248: 
Me, 3-Pyrrolyl, O, S), (N-1249: Me, l-Me-pyrrole-3-yl, O, S), (N-1250: Me, 
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Pyridine N-oxide-4-yl, O, S), (N-1251: Me, Pyridine N-oxide-3-yl, O, S), (N- 
1252: Me, 6-OH-pyridine-3-yl, O, S), (N-1253: Me, 6-SH-pyridine-3-yl, O, S), 
(N-1254: Me, l-Ac-pyrrole-3-yl, O, S), (N-1255: Me, 4-CF3-Ph, O, S), (N-1256: 
Me, 4-CN-Ph, O, S), (N-1257: Me, 4-CHO-Ph, O, S), (N-1258: Me, 3-Cl-Ph, O, S), 
5 (N-1259: Me, 3-Br-Ph, O, S), (N-1260: Me, 3-F-Ph, O, S), (N-1261: Me, 3-I-Ph, O, 
S), (N-1262: Me, 4-I-Ph, O, S), (N-1263: Me, 4-OCF3-Ph, O, S), (N-1264: Me, 
3,4-diI-Ph, O, S), (N-1265: Me, Indole-6-yl, O, S), (N-1266: Me, l-Ac-indole-6- 
yl, O, S), (N-1267: Me, l-Me-indole-6-yl, O, S), (N-1268: Me, 4-(l-Imidazolyl)- 
Ph, O, S), (N-1269: Me, 4-Morphorino-Ph, O, S), (N-1270: Me, 4-(l- 

10 Piperazinyl)-Ph, O, S), (N-1271: Me, 2:5-diMe-thiophene-3-yl, O, S), (N-1272: 
Me, 2-Furyl, O, S), (N-1273: Me, 5-Me-furan-2-yl, O, S), (N-1274: Me, 5-Me- 
furan-2-yl, O, S), (N-1275: Me, 2-Thiazolyl, O, S), (N-1276: Me, 1:4- 
Benzodioxin-6-yl, O, S), (N-1277: Me, Benzo[b]furan-2-yl, O, S), (N-1278: Me, 
4-NH2CH2-Ph, O, S), (N-1279: Me, 4-N(Me)HCH2-Ph, O, S), (N-1280: Me, 4- 

15 N(Me)2CH2-Ph, O, S), (N-1281: Me, 6-Cl-pyridine-3-yl. O, S), (N-1282: Me, 
5,6-diCl-pyridine-3-yl, O, S), (N-1283: Me, 5-Cl-pyridine-2-yl, O, S), (N-1284: 
Me, 4:5-diCl-pyridine-2-yl, O, S), (N-1285: Me, 4-ClCH2-Bn, O, S), (N-1286: Me, 
Bn, O, S), (N-1287: Me, 4-Cl-Bn, O, S), (N-1288: Me, 4-Br-Bn, O, S), (N-1289: 
Me, 4-F-Bn, O, S), (N-1290: Me, 3,4-diCl-Bn, O, S), (N-1291: Me, 3,4-diBr-Bn, O, 

20 S), (N-1292: Me, 3,4-diF-Bn, O, S), (N-1293: Me, 4-Cl-Bz, O, S), (N-1294: Me, 
3,4-diCl-Bz, O, S), (N-1295: Me, 4-Br-Bz, O, S), (N-1296: Me, 3,4-diBr-Bz, O, S), 
(N-1297: Me, 4-F-Bz, O, S), (N-1298: Me, 3,4-diF-Bz, O, S), (N-1299: Me, 4- 
N02-Bn, O, S), (N-1300: Me, 4-CN-Bn, O, S), (N-1301: Et, Ph, O, S), (N-1302: Et, 
4-F-Ph, O, S), (N-1303: Et, 4-Br-Ph, O, S), (N-1304: Et, 4-Me-Ph, O, S), (N- 

25 1305: Et, 4-Ph-Ph, O, S), (N-1306: Et, 4-OMe-Pli, O, S), (N-1307: Et, 4-tBu-Ph, 
O, S), (N-1308: Et, 4-COOMe-Ph, O, S), (N-1309: Et, 4-Pen-Ph, O, S), (N-1310: 
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Et, 4-N02-Ph, O, S), (N-1311: Et, 5-Cl-thiophene-2-yl, O, S), (N-1312: Et, 3- 
Thienyl, O, S), (N-1313: Et, 2-Py, O, S), (N-1314: Et, 3-Py, O, S), (N-1315: Et, 
4-Py, O, S), (N-1316: Et, 3,4-diF-Ph, O, S), (N-1317: Et, 5-Br-thiophene-2-yl, O, 
S), (N-1318: Et, 4-CONH2-Ph, O, S), (N-1319: Et, 4-C0N(Me)H-Ph, O, S), (N- 
5 1320: Et, 4-CON(Me)2-Ph, O, S), (N-1321: Et, 4-iPrOC(=0)-Ph, O, S), (N-1322: 
Et, 4-nBuOC(=0)-Ph, O, S), (N-1823: Et, 6-Me-pyri(iine-3-yl, O, S), (N-1324: Et, 
Quinoline-3-yl, O, S), (N.1325: Et, 4-NH2-Ph, O, S), (N-1326: Et, 4-N(Ac)H-Ph, 
O, S), (N-1327: Et, 4-OH-Pli, O, S), (N-1328: Et, 3,4-di(OH)2-Ph, O, S), (N-1329: 
Et, 3,4-di(NH2)-Ph, O, S), (N-1330: Et, 3:4-[N(Ac)H]2-Ph, O, S), (N-1331: Et, 

10 4-SH-Ph, O, S), (N-1332: Et, 4-SMe-Ph, O, S), (N-1333: Et, 3,4-diBr-Ph, O, S), 
(N-1334: Et, 4-N(Me)H-Ph, O, S), (N-1335: Et, 4-N(Me)2-Ph, O, S), (N-1336: Et, 
4-N(Me)3+-Ph, O, S), (N-1337: Et, 4-Et-Ph, O, S), (N-1338: Et, 4-iPr-Ph, O, S), 
(N-1339: Et, 4.nPr-Ph, O, S), (N-1340: Et, 4-nBu-Ph, O, S), (N-1341: Et, 4- 
iBu-Ph, O, S), (N-1342: Et, 3,4-diMe-Ph, O, S), (N-1343: Et, 1,3-Beiizodioxole- 

15 5-yl, O, S), (N-1344: Et, N-Me-pyridinium-4-yl, O, S), (N-1345: Et, N-Me- 
pyridinium-3-yl, O, S), (N-1346: Et, 5-Me-Pyridine-2-yl, O, S), (N-1347: Et, 2- 
Pyrazinyl, O, S), (N-1348: Et, 3-Pyrrolyl, O, S), (N-1349: Et, l-Me-pyrrole-3-yl, 
O, S), (N-1350: Et, Pyridine N-oxide-4-yl, O, S), (N-1351: Et, Pyridine N- 
oxide-3-yl, O, S), (N-1352: Et, 6-OH-pyridine-3-yl, O, S), (N-1353: Et, 6-SH- 

20 pyridine-3-yl, O, S), (N-1354: Et, l-Ac-pyrrole-3-yl, O, S), (N-1355: Et, 4-CF3- 
Ph, O, S), (N-1356: Et, 4-CN-Ph, O, S), (N-1357: Et, 4-CHO-Ph, O, S), (N-1358: 
Et, 3-Cl-Ph, O, S), (N-1359: Et, 3-Br-Ph, O, S), (N-1360: Et, 3-F-Pli, O, S), 
(N-1361: Et, 3-I-Ph, O, S), (N-1362: Et, 4-I-Ph, O, S), (N-1363: Et, 4-OCF3-Ph, 
O, S), (N-1364: Et, 3,4-diI-Ph, O, S), (N-1365: Et, Indole-6-yl, O, S), (N-1366: Et, 

25 l-Ac-indole-6-yl, O, S), (N-1367: Et, l-Me-indole-6-yl, O, S), (N-1368: Et, 4- 
(l-Imidazolyl)-Pli, O, S), (N-1369: Et, 4-Morphorino-Pli, O, S), (N-1370: Et, 4- 
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(l-Piperazinyl)-Ph, O, S), (N-1371: Et, 2:5-diMe-thiophene-3-yl, O, S), (N- 
1372: Et, 2-Furyl, O, S), (N-1373: Et, 5-Me-furan-2-yl, O, S), (N-1374: Et, 5- 
Me-furan-2-yl, O, S), (N-1375: Et, 2-Thiazolyl, O, S), (N-1376: Et, 1:4- 
Benzodioxin-6-yl, O, S), (N-1377: Et, Benzo[b]furaii-2-yl, O, S), (N-1378: Et, 
5 4-NH2CH2-Ph, O, S), (N-1379: Et, 4-N(Me)HCH2-Ph, O, S), (N-1380: Et, 4- 
N(Me)2CH2-Ph, O, S), (N-1381: Et, 6-Cl-pyridine-3-yl, O, S), (N-1382: Et, 5,6- 
diCl-pyridine-3-yl, O, S), (N-1383: Et, 5-Cl-pyridine-2-yl, O, S), (N-1384: Et, 
4:5-diCl-pyridine-2-yl, O, S), (N-1385: Et, 4-ClCH2-Bn, O, S), (N-1386: Et, Bn, 
O, S), (N-1387: Et, 4-Cl-Bn, O, S), (N-1388: Et, 4-Br-Bn, O, S), (N-1389: Et, 

10 4-F-Bn, O, S), (N-1390: Et, 3,4-diCl-Bn, O, S), (N-1391: Et, 3,4-diBr-Bii, O, S), 
(N-1392: Et, 3,4-diF-Bn, O, S), (N-1393: Et, 4-Cl-Bz, O, S). (N-1394: Et, 3,4- 
diCl-Bz, O, S), (N-1395: Et, 4-Br-Bz, O, S), (N-1396: Et, 3,4-diBr-Bz, O, S), 
(N-1397: Et, 4-F-Bz, O, S), (N-1398: Et, 3,4-diF-Bz, O, S), (N-1399: Et, 4-N02- 
Bn, O, S), (N-1400: Et, 4-CN-Bii, O, S), (N-1401: COOMe, Ph, O, S), (N-1402: 

15 COOMe, 4-F-Ph, O, S). (N-1403: COOMe, 4-Br-Ph, O, S), (N-1404: COOMe, 4- 
Me-Ph, O, S), (N-1405: COOMe, 4-Ph-Ph, O, S), (N-1406: COOMe, 4-OMe-Ph, O, 
S), (N-1407: COOMe, 4-tBu-Ph, O, S), (N-1408: COOMe, 4-COOMe-Ph, O, S), 
(N-1409: COOMe, 4-Pen-Ph, O, S), (N-1410: COOMe, 4-N02-Ph, O, S), (N-1411: 
COOMe, 5-Cl-thiopheiie-2-yl, O, S), (N-1412: COOMe, 3-Thienyl, O, S), (N- 

20 1413: COOMe, 2-Py, O, S), (N-1414: COOMe, 3-Py, O, S), (N-1415: COOMe, 4- 
Py, O, S), (N-1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br- 
thiophene-2-yl, O, S), (N-1418: COOMe, 4-CONH2-Ph, O, S), (N-1419: COOMe, 
4-C0N(Me)H-Ph, O, S), (N-1420: COOMe, 4-CON(Me)2-Ph, O, S), (N-1421: 
COOMe, 4-iPrOC(=0)-Ph, O, S), (N-1422: COOMe, 4-nBuOC(=0)-Ph, O, S), 

25 (N-1423: COOMe, 6-Me-pyridine-3-yl, O, S), (N-1424: COOMe, Quinoline-3-yl, 
O, S), (N-1425: COOMe, 4-NH2-Ph, O, S), (N-1426: COOMe, 4-N(Ac)H-Ph, O, S), 
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(N-1427: COOMe, 4.0H-Ph, O, S), (N-1428: COOMe, 3,4-di(OH)2-Ph, O, S), 
(N-1429: COOMe, 3,4-di(NH2)-Ph, O, S), (N-1430: COOMe, 3:4-[N(Ac)H]2-Ph, O, 
S), (N-1431: COOMe, 4-SH-Ph, O, S), (N-1432: COOMe, 4-SMe-Ph, O. S), (N- 
1433: COOMe, 3,4-diBr-P]i, O, S), (N-1434: COOMe, 4-N(Me)H-Ph, O, S), (N- 
5 1435: COOMe, 4-N(Me)2-Ph, O, S), (N-1436: COOMe, 4-N(Me)3+-Ph, O, S), (N- 
1437: COOMe, 4-Et-Ph, O, S), (N-1438: COOMe, 4-iPr-Ph, O, S), (N-1489: 
COOMe, 4-nPr-Ph, O, S), (N-1440: COOMe, 4-nBu-Ph, O, S), (N-1441: COOMe, 
4-iBu-Ph, O, S), (N-1442: COOMe, 3,4-diMe-Ph, O, S), (N-1443: COOMe, 1,3- 
Benzodioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium-4-yl, O, S), (N- 
10 1445: COOMe, N-Me-pyridmium-3-yl, O, S), (N-1446: COOMe, 5-Me- 
Pyridme-2-yl, O, S), (N-1447: COOMe, 2-Pyrazinyl, O, S), (N-1448: COOMe, 

3- Pyrrolyl, O, S), (N-1449: COOMe, l-Me-pyrrole-3-yl, O, S), (N-1450: COOMe, 
Pyridine N-oxide-4-yl, O, S), (N-1451: COOMe, Pyridine N-oxide-3-yl, O, S), 
(N-1452: COOMe, 6-OH-pyridine-3-yl, O, S), (N-1453: COOMe, 6-SH- 

15 pyridine-3-yl, O, S), (N-1454: COOMe, l-Ac-pyrrole-3-yl, O, S), (N-1455: 
COOMe, 4-CF3-Ph, O, S), (N-1456: COOMe, 4-CN-Ph, O, S), (N-1457: COOMe, 

4- CHO-Ph, O, S), (N-1458: COOMe, 3-Cl-Ph, O, S), (N-1459: COOMe, 3-Br-Ph, 
O, S), (N-1460: COOMe, 3-F-Ph, O, S), (N-1461: COOMe, 3-I-Ph, O, S), (N-1462: 
COOMe, 4-I-Ph, O, S), (N-1463: COOMe, 4-0CF3-Ph, O, S), (N-1464: COOMe, 

20 3,4-diI-Ph, O, S), (N-1465: COOMe, Indole-6-yl, O, S), (N-1466: COOMe, 1- 
Ac-indole-6-yl, O, S), (N-1467: COOMe, l-Me-indole-6-yl, O, S), (N-1468: 
COOMe, 4-(l-Imidazolyl)-Ph, O, S), (N-1469: COOMe, 4-Morphorino-Ph, O, S), 
(N-1470: COOMe, 4-(l-Piperazinyl)-Ph, O, S), (N-1471: COOMe, 2:5-diMe- 
thiophene-3-yl, O, S), (N-1472: COOMe, 2-Furyl, O, S), (N-1473: COOMe, 5.- 

25 Me-furan-2-yl, O, S), (N-1474: COOMe, 5-Me-furan-2-yl, O, S), (N-1475: 
COOMe, 2-Tliiazolyl, O, S), (N-1476: COOMe, l:4-Benzodioxin-6-yl, O, S), (N- 
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1477: COOMe, Benzo[b]furaii-2-yl, O, S), (N-1478: COOMe, 4-NH2CH2-Ph, O, 
S), (N-1479: COOMe, 4.N(Me)HCH2-Ph, O, S), (N-1480: COOMe, 4- 
N(Me)2CH2-Ph, O, S), (N-1481: COOMe, 6-Cl-pyridine-3-yl, O, S), (N-1482: 
COOMe, 5,6-diCl-pyridine-3-yl, O, S), (N-1483: COOMe, 5-Cl-pyridine-2-yl, O, 
5 S), (N-1484: COOMe, 4:5-diCl-pyridine-2-yl, O, S), (N-1485: COOMe, 4- 
C1CH2-Bn, O, S), (N-1486: COOMe, Bn, O, S), (N-1487: COOMe, 4-Cl-Bn, O, S), 
(N-1488: COOMe, 4-Br-Bn, O, S), (N-1489: COOMe, 4-F-Bn, O, S), (N-1490: 
COOMe, 3,4-diCl-Bn, O, S), (N-1491: COOMe, 3,4-diBr-Bn, O, S), (N-1492: 
COOMe, 3,4-diF-Bii, O, S), (N-1493: COOMe, 4-Cl-Bz, O, S), (N-1494: COOMe, 

10 3,4-diCl-Bz, O, S), (N-1495: COOMe, 4-Br-Bz, O, S), (N-1496: COOMe, 3,4- 
diBr-Bz, O, S), (N-1497: COOMe, 4-F-Bz, O, S), (N-1498: COOMe, 3,4-diF-Bz, O, 
S), (N-1499: COOMe, 4-N02-Bn, O, S), (N-1500: COOMe, 4-CN-Bn, O, S), (N- 
1501: Ph, Me, S, O), (N-1502: 4-F-Ph, Me, S, O), (N-1503: 4-Br-Ph, Me, S, O), 
(N-1504: 4-Me-Ph, Me, S, O), (N-1505: 4-Ph-Ph, Me, S, O), (N-1506: 4-OMe-Ph, 

15 Me, S, O), (N-1507: 4-tBu-Ph, Me, S, O), (N-1508: 4-COOMe-Ph, Me, S, O), 
(N-1509: 4-Pen-Ph, Me, S, O), (N-1510: 4-N02-Ph, Me, S, O), (N-1511: 5-Cl- 
thiopheiie-2-yl. Me, S, O), (N-1512: 3-Thienyl, Me, S, O), (N-1513: 2-Py, Me, S, 
O), (N-1514: 3-Py, Me, S, O), (N-1515: 4-Py, Me, S, O), (N-1516: 3,4-diF-Ph, Me, 
S, O), (N-1517: 5-Br-thiophene-2-yl, Me, S, O), (N-1518: 4-CONH2-Ph, Me, S, 

20 O), (N-1519: 4-C0N(Me)H-Ph, Me, S, O), (N-1520: 4-CON(Me)2-Ph, Me, S, O), 
(N-1521: 4-iPrOC(=0)-Ph, Me, S, O), (N-1522: 4-nBuOC(=0)-Ph, Me, S, O), 
(N-1523: 6-Me-pyridine-8-yl, Me, S, O), (N-1524: Quinoline-8-yl, Me, S, O), 
(N-1525: 4-NH2-Ph, Me, S, O), (N-1526: 4-N(Ac)H-Ph, Me, S, O), (N-1527: 4- 
OH-Ph, Me, S, O), (N-1528: 3,4-di(OH)2-Ph, Me, S, O), (N-1529: 3,4-di(NH2)-Pli, 

25 Me, S, O), (N-1530: 3:4-[N(Ac)H]2-Ph, Me, S, O), (N-1531: 4-SH-Ph, Me, S, O), 
(N-1532: 4-SMe-Ph, Me, S, O), (N-1533: 3,4-diBr-Ph, Me, S, O), (N-1534: 4- 
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N(Me)H-Ph, Me, S, O), (N-1535: 4-N(Me)2-Ph, Me, S, O), (N-1536: 4-N(Me)3+- 
Ph, Me, S, O), (N-1537: 4-Et-Ph, Me, S, O), (N-1538: 4-iPr-Ph, Me, S, O), (N- 
1539: 4-nPr-Ph, Me, S, O), (N-1540: 4-nBu-Ph, Me, S, O), (N-1541: 4-iBu-Ph, 
Me, S, O), (N-1542: 3,4-diMe-Ph, Me, S, O), (N-1543: l,3-Benzodioxole-5-yl, Me, 
5 S, O), (N-1544: N-Me-pyridinium-4-yl, Me, S, O), (N-1545: N-Me-pyridinium- 
3-yl, Me, S, O), (N-1546: 5-Me-Pyridme-2-yl, Me, S, O), (N-1547: 2-Pyrazinyl, 
Me, S, O), (N-1548: 3-Pyrrolyl, Me, S, O), (N-1549: l-Me-pyrrole-S-yl, Me, S, O), 
(N-1550: Pyridine N-oxide-4-yl, Me, S, O), (N-1551: Pyridine N-oxide-3-yl, Me, 
S, O), (N-1552: 6-OH-pyridine-3-yl, Me, S, O), (N-1553: 6-SH-pyridine-3-yl, Me, 
10 S, O), (N-1554: l-Ac-pyrrole-3-yl, Me, S, O), (N-1555: 4-CF3-Ph, Me, S, O), 
(N-1556: 4-CN-Ph, Me, S, O), (N-1557: 4-CHO-Ph, Me, S, O), (N-1558: 3-Cl-Ph, 
Me, S, O), (N-1559: 3-Br-Ph, Me, S, O), (N-1560: 3-F-Ph, Me, S, O), (N-1561: 

3- I-Ph, Me, S, O), (N-1562: 4-I-Ph, Me, S, O), (N-1563: 4-OCF3-Ph, Me, S, O), 
(N-1564: 3,4-diI-Ph, Me, S, O), (N-1565: Indole-6-yl, Me, S, O), (N-1566: 1-Ac- 

15 indole-6-yl. Me, S, O), (N-1567: l-Me-indole-6-yl, Me, S, O). (N-1568: 4-(l- 
Iinidazolyl)-Ph, Me, S, O), (N-1569: 4-Morphorino-Ph, Me, S, O), (N-1570: 4- 
(l-Piperazinyl)-Ph, Me, S, O), (N-1571: 2:5-diMe-thiophene-3-yl, Me, S, O), 
(N-1572: 2-Furyl, Me, S, O), (N-1573: 5-Me-furan-2-yl, Me, S, O), (N-1574: 5- 
Me-furan-2-yl, Me, S, O), (N-1575: 2-Thiazolyl, Me, S, O), (N-1576: 1:4- 

20 Benzodioxin-6-yl, Me, S, O), (N-1577: Benzo[b]furan-2-yl, Me, S, O), (N-1578: 

4- NH2CH2-Ph, Me, S, O), (N-1579: 4-N(Me)HCH2-Ph, Me, S, O), (N-1580: 4- 
N(Me)2CH2-Ph, Me, S, O), (N-1581: 6-Cl-pyridine-3-yl, Me, S, O), (N-1582: 
5,6-diCl-pyridine-3-yl, Me, S, O), (N-1583: 5-Cl-pyridine-2-yl, Me, S, O), (N- 
1584: 4:5-diCl-pyridine-2-yl, Me, S, O), (N-1585: 4-ClCH2-Bn, Me, S, O), (N- 

25 1586: Bn, Me, S, O), (N-1587: 4-Cl-Bn, Me, S, O), (N-1588: 4-Br-Bn, Me, S, O), 
(N-1589: 4-F-Bn, Me, S, O), (N-1590: 3,4-diCl-Bn, Me, S, O), (N-1591: 3,4- 
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diBr-Bn, Me, S, O), (N-1592: 3,4-diF-Bn, Me, S, O), (N-1593: 4-Cl-Bz, Me, S, O), 
(N-1594: 3,4-diCl-Bz, Me, S, O), (N-1595: 4-Br-Bz, Me, S, O), (N-1596: 3,4- 
diBr-Bz, Me, S, O), (N-1597: 4-F-Bz, Me, S, O), (N-1598: 3,4-diF-Bz, Me, S, O), 
(N-1599: 4-N02-Bn, Me, S, O), (N-1600: 4-CN-Bn, Me, S, O), (N-1602: 4-F-Ph, 
5 Et, S, O), (N-1603: 4.Br-Ph, Et, S, O), (N-1604: 4-Me-Fli, Et, S, O), (N-1605: 
4-Ph-Ph, Et, S, O), (N-1606: 4-OMe-Ph, Et, S, O), (N-1607: 4-tBu-Ph, Et, S, O), 
(N-1608: 4-COOMe-Ph, Et, S, O), (N-1609: 4-Pen-Ph, Et, S, O), (N-1610: 4- 
N02-Ph, Et, S, O), (N-1611: 5-Cl-thiopheiie-2-yl, Et, S, O), (N-1612: 3-Thienyl, 
Et, S, O), (N-1613: 2-Py, Et, S, O), (N-1614: 3-Py, Et, S, O), (N-1615: 4-Py, Et, 

10 S, O), (N-1616: 3,4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, O), 
(N-1618: 4-CONH2-PI1. Et, S, O), (N-1619: 4-C0N(Me)H-Ph, Et, S, O), (N-1620: 
4-CON(Me)2-Ph, Et, S, O), (N-1621: 4-iPrOC(=0)-Ph, Et, S, O), (N-1622: 4- 
nBuOC(=0)-Ph, Et, S, O), (N-1623: 6-Me-pyridine-3-yl, Et, S, O), (N.1624: 
Quinolme-3-yl, Et, S, O), (N-1625: 4-NH2-Ph, Et, S, O), (N-1626: 4-N(Ac)H-Ph, 

15 Et, S, O), (N-1627: 4-OH-Pli, Et, S, O), (N-1628: 3,4-di(OH)2-Pli, Et, S, O), (N- 
1629: 3,4-di(NH2)-Ph, Et, S, O), (N-1630: 3:4-[N(Ac)H]2-Ph, Et, S, O), (N-1631: 
4-SH-Ph, Et, S, O), (N-1632: 4-SMe-Ph, Et, S, O), (N-1633: 3,4-diBr-Ph, Et, S, 
O), (N-1634: 4-N(Me)H-Ph, Et, S, O), (N-1635: 4-N(Me)2-Ph. Et, S, O), (N-1686: 

4- N(Me)3+-Ph, Et, S, O), (N-1637: 4-Et-Ph, Et, S, O), (N-1638: 4-iPr-Ph, Et, S, 
20 O), (N-1639: 4-iiPr-Ph, Et, S, O), (N-1640: 4-nBu-Ph, Et, S, O), (N-1641: 4- 

iBu-Ph, Et, S, O), (N-1642: 3,4-diMe-Ph, Et, S, O), (N-1643: 1,3-Benzodioxole- 

5- yl, Et, S, O), (N-1644: N-Me-pyridinium-4-yl, Et, S, O), (N-1645: N-Me- 
pyridinium-3-yl, Et, S, O), (N-1646: 5-Me-Pyridine-2-yl, Et, S, O), (N-1647: 2- 
Pyrazinyl, Et, S, O), (N-1648: 3-Pyrrolyl, Et, S, O), (N-1649: l-Me-pyrrole-3-yl, 

25 Et, S, O), (N-1650: Pyridine N-oxide-4-yl, Et, S, O), (N-1651: Pyridine N- 
oxide-3-yl, Et, S, O), (N-1652: 6-OH-pyridine-3-yl, Et, S, O), (N-1653: 6-SH- 
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pyridine-3-yl, Et, S, O), (N-1654: l-Ac-pyrrole-3-yl, Et, S, O), (N-1655: 4-CF3- 
Ph, Et, S, O), (N-1656; 4-CN-Ph, Et, S, O), (N.1657: 4-CHO-Pli, Et, S, O), (N- 
1658: 3-Cl-Ph, Et, S, O), (N-1659: 3-Br-Ph, Et, S, O), (N-1660: 3-F-Ph, Et, S, O), 
(N-1661: 3-I-Ph, Et, S, O), (N-1662: 4-I-Ph, Et, S, O), (N-1663: 4-OCF3-Ph, Et, 
5 S, O), (N-1664: 3,4-diI-Ph, Et, S, O), (N-1665: Indole-6-yl, Et, S, O), (N-1666: 
l-Ac-indole-6-yl, Et, S, O), (N-1667: l-Me-indole-6-yl, Et, S, O), (N-1668: 4- 
(l-Imidazolyl)-Ph, Et, S, O), (N-1669: 4-Morphorino-Ph, Et, S, O), (N-1670: 4- 
(l-Piperazinyl)-Ph, Et, S, O), (N-1671: 2:5-diMe-thiophene-3-yl, Et, S, O), (N- 
1672: 2-Furyl, Et, S, O), (N-1673: 5-Me-furan-2-yl, Et, S, O), (N-1674: 5-Me- 

10 furan-2-yl, Et, S, O), (N-1675: 2-Thiazolyl, Et, S, O), (N-1676: 1:4- 
Benzodioxin-6-yl, Et, S, O), (N-1677: Benzo[b]furan-2-yl, Et, S, O), (N-1678: 
4-NH2CH2-Ph, Et, S, O), (N-1679: 4-N(Me)HCH2-Ph, Et, S, O), (N-1680: 4- 
N(Me)2CH2-Ph, Et, S, O), (N-1681: 6-Cl-pyridine-3-yl, Et, S, O), (N.1682: 5,6- 
diCl-pyridine-3-yl, Et, S, O), (N-1683: 5-Cl-pyridine-2-yl, Et, S, O), (N-1684: 

15 4:5-diCl-pyridine-2-yl, Et, S, O), (N-1685: 4-ClCH2-Bn, Et, S, O), (N-1686: Bn, 
Et, S, O), (N-1687: 4-Cl-Bn, Et, S, O), (N-1688: 4-Br-Bn, Et, S, O), (N-1689: 
4-F-Bn, Et, S, O), (N-1690: 3,4-diCl-Bn, Et, S, O), (N-1691: 3,4-diBr-Bn, Et, S, 
O), (N-1692: 3,4-diF-Bn, Et, S, O), (N-1693: 4-Cl-Bz, Et. S, O), (N-1694: 3,4- 
diCl-Bz, Et, S, O), (N-1695: 4-Br-Bz, Et, S, O), (N-1696: 3,4-diBr-Bz, Et, S, O), 

20 (N-1697: 4-F-Bz, Et, S, O), (N-1698: 3,4-diF-Bz, Et, S, O), (N-1699: 4-N02-Bn, 
Et, S, O), (N-1700: 4-CN-Bn, Et, S, O), (N-1701: Ph, COOMe, S, O), (N-1702: 

4- F-Ph, COOMe, S, O), (N-1703: 4-Br-Ph, COOMe, S, O), (N-1704: 4-Me-Ph, 
COOMe, S, O), (N-1705: 4-Ph-Ph, COOMe, S, O), (N-1706: 4-OMe-Ph, COOMe, 
S, O), (N-1707: 4-tBu-Ph, COOMe, S, O), (N-1708: 4-COOMe-Ph, COOMe, S, O), 

25 (N-1709: 4-Pen-Ph, COOMe, S, O), (N-1710: 4-N02-Ph, COOMe, S, O), (N-1711: 

5- Cl-thiophene-2-yl, COOMe, S, O), (N-1712: 3-Thienyl, COOMe, S, O), (N- 
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1713: 2-Py, COOMe, S, O), (N-1714: 3-Py, COOMe, S, O), (N-1715: 4-Py, 
COOMe, S, O), (N-1716: 3,4-diF-Ph, COOMe, S, O), (N-1717: 5-Br-thiophene- 
2-yl, COOMe, S, O), (N-1718: 4-CONH2-Ph, COOMe, S, O), (N-1719: 4- 
CON(Me)H-Ph, COOMe, S, O), (N-1720: 4-CON(Me)2-Ph, COOMe, S, O), (N- 
5 1721: 4-iPrOC(=0)-Ph, COOMe, S, O), (N-1722: 4-nBuOC(=0)-Ph, COOMe, S, 
O), (N-1723: 6-Me-pyridine-3-yl, COOMe, S, O), (N-1724: Quinoline-3-yl, 
COOMe, S, O), (N-1725: 4-NH2-Ph, COOMe, S, O), (N-1726: 4-N(Ac)H-Ph, 
COOMe, S, O), (N-1727: 4-OH-Ph, COOMe, S, O), (N-1728: 3,4-di(OH)2-Ph, 
COOMe, S, O), (N-1729: 3,4-di(NH2)-Ph, COOMe, S, O), (N-1730: 3:4- 

10 [N(Ac)H]2-Ph, COOMe, S, O), (N-1731: 4-SH-Ph, COOMe, S, O), (N-1732: 4- 
SMe-Ph, COOMe, S, O), (N-1733: 3,4-diBr-Ph, COOMe, S, O), (N-1734: 4- 
N(Me)H-Ph, COOMe, S, O), (N-1785: 4-N(Me)2-Ph, COOMe, S, O), (N-1736: 4- 
N(Me)3+-Ph, COOMe, S, O), (N-1737: 4-Et-Ph, COOMe, S, O), (N-1738: 4-iPr- 
Ph, COOMe, S, O), (N-1739: 4-nPr-Ph, COOMe, S, O), (N-1740: 4-nBu-Ph, 

15 COOMe, S, O), (N-1741: 4-iBu-Ph, COOMe, S, O), (N-1742: 3.4-diMe-Ph, 
COOMe, S, O), (N-1743: l,3-Benzodioxole-5-yl, COOMe, S, O), (N-1744: N- 
Me-pyridinium-4-yl, COOMe, S, O), (N-1745: N-Me-pyridinium-3-yl, COOMe, 
S, O), (N-1746: 5-Me-Pyridine-2-yl, COOMe, S, O), (N-1747: 2-Pyrazinyl, 
COOMe, S, O), (N-1748: 3-Pyrrolyl, COOMe, S, O), (N-1749: l-Me-pyrrole-S-yl, 

20 COOMe, S, O), (N-1750: Pyridine N-oxide-4-yl, COOMe, S, O), (N-1751: 
Pyridine N-oxide-3-yl, COOMe, S, O), (N-1752: 6-OH-pyridine-3-yl, COOMe, S, 
O), (N-1753: 6-SH-pyridine-3-yl, COOMe, S, O), (N-1754: l-Ac-pyrrole-3-yl, 
COOMe, S, O), (N-1755: 4-CF3-Ph, COOMe, S, O), (N-1756: 4-CN-Ph, COOMe, 
S, O), (N-1757: 4-CHO-Ph, COOMe, S, O), (N-1758: 3-Cl-Ph, COOMe, S, O), 

25 (N-1759: 3-Br-Ph, COOMe, S, O), (N-1760: 3-F-Ph, COOMe, S, O), (N-1761: 3- 
I-Ph, COOMe, S, O), (N-1762: 4-I-Ph, COOMe, S, O), (N-1763: 4-OCF3-Ph, 
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COOMe, S, O), (N-1764: 3,4-diI-Ph, COOMe, S, O), (N-1765: Indole-6-yl, 
COOMe, S, O), (N-1766: l-Ac-indole-6-yl, COOMe, S, O), (N-1767: 1-Me- 
indole-6-yl, COOMe, S, 0), (N-1768: 4-(l-Imidazolyl)-Ph, COOMe, S, O), (N- 
1769: 4-Morphorino-Ph, COOMe, S, O), (N-1770: 4-(l-Piperazinyl)-Ph, COOMe, 
5 S, O), (N-1771: 2:5-diMe-thiophene-3-yl, COOMe, S, O), (N-1772: 2-Furyl, 
COOMe, S, O), (N-1773: 5-Me-furan-2-yl, COOMe, S, O), (N-1774: 5-Me- 
furan-2-yl, COOMe, S, O), (N-1775: 2-Thiazolyl, COOMe, S, O), (N-1776: 1:4- 
Benzodioxin-e-yl, COOMe, S, O), (N-1777: Benzo[b]furaii-2-yl, COOMe, S, O), 
(N-1778: 4-NH2CH2-Ph, COOMe, S, O), (N-1779: 4-N(Me)HCH2-Ph, COOMe, S, 

10 O), (N-1780: 4-N(Me)2CH2-Ph, COOMe, S, O), (N-1781: 6-Cl-pyridine-3-yl, 
COOMe, S, O), (N-1782: 5,6-diCl-pyridine-3-yl, COOMe, S, O), (N-1783: 5-Cl- 
pyridine-2-yl, COOMe, S, O), (N-1784: 4:5-diCl-pyridine-2-yl, COOMe, S, O), 
(N-1785: 4-ClCH2-Bn, COOMe, S, O), (N-1786: Bn, COOMe, S, O), (N-1787: 4- 
Cl-Bn, COOMe, S, O), (N-1788: 4-Br-Bn, COOMe, S, O), (N-1789: 4-F-Bn, 

15 COOMe, S, O), (N-1790: 3.4-diCl-Bn, COOMe, S, O), (N-1791: 3,4-diBr-Bn, 
COOMe, S, O), (N-1792: 3,4-diF-Bn, COOMe, S, O), (N-1793: 4-Cl-Bz, COOMe, 
S, O), (N-1794: 3,4-diCl-Bz, COOMe, S, O), (N-1795: 4-Br-Bz, COOMe, S, O), 
(N-1796: 3,4-diBr-Bz, COOMe, S, O), (N-1797: 4-F-Bz, COOMe, S, O), (N-1798: 
3,4-diF-Bz, COOMe, S, O), (N-1799: 4-N02-Bn, COOMe, S, O), (N-1800: 4-CN- 

20 Bn, COOMe, S, O), (N-1801: H, Ph, S, O), (N-1802: H, 4-F-Ph, S, O), (N-1808: H, 
4-Br-Ph, S, O), (N.1804: H, 4-Me-Ph, S, O), (N-1805: H, 4-Ph-Ph, S, O), (N- 
1806: H, 4-OMe-Ph, S, O), (N-1807: H, 4-tBu-Ph, S, O), (N-1808: H, 4- 
COOMe-Ph, S, O), (N-1809: H, 4-Pen-Pli, S, O), (N-1810: H, 4-N02-Ph, S, O), 
(N-1811: H, 5-Cl-thiophene-2-yl, S, O), (N-1812: H, 3-Thienyl, S, O), (N-1813: 

25 H, 2-Py, S, O), (N-1814: H, 3-Py, S, O), (N-1815: H, 4-Py, S, O), (N-1816: H, 
3,4-diF-Pli, S, O). (N-1817: H, 5-Br-thiophene-2-yl, S, O), (N-1818: H, 4- 
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C0NH2-Ph, S, O), (N-1819: H, 4-C0N(Me)H-Ph, S, O), (N-1820: H, 4- 
C0N(Me)2-Ph, S, O), (N-1821: H, 4-iPrOC(=0)-Ph, S, O), (N-1822: H, 4- 
nBuOC(=0)-Ph, S, O), (N-1823: H, 6-Me-pyridine-3-yl, S, O), (N-1824: H, 
Quinoline-3-yl, S, O), (N-1825: H, 4-NH2-Ph, S, O), (N-1826: H, 4-N(Ac)H-Ph, S, 
5 O), (N-1827: H, 4-OH-Ph, S, O), (N-1828: H, 3,4-di(OH)2-Ph, S, O), (N-1829: H, 
3,4-di(NH2)-Ph, S, O), (N-1830: H, 3:4-[N(Ac)H]2-Ph, S, O), (N-1831: H, 4-SH- 
Ph, S, O), (N-1832: H, 4-SMe-Ph, S, O), (N-1833: H, 3,4-diBr-Ph, S, O), (N-1834: 
H, 4-N(Me)H-Ph, S, O), (N-1835: H, 4-N(Me)2-Ph, S, O), (N-1836: H, 4- . 
N(Me)3+-Ph, S, O), (N-1837: H, 4-Et-Ph, S, O), (N-1838: H, 4-iPr-Ph, S, O), 
10 (N-1839: H, 4-nPr-Ph, S, O), (N-1840: H, 4-nBu-Ph, S, O), (N-1841: H, 4-iBu- 
Ph, S, O), (N-1842: H, 3,4-diMe-Ph, S, O). (N-1843: H, l,3-Benzodioxole-5-yl, S, 
O), (N-1844: H, N-Me-pyridinium-4-yl, S, O), (N-1845: H, N-Me-pyridinium- 

3- yl, S, O), (N-1846: H, 5-Me-Pyridine-2-yl, S, O), (N-1847: H, 2-Pyrazinyl, S, 
O), (N-1848: H, 3-Pyrrolyl, S, O), (N-1849: H, l-Me-pyrrole-3-yl, S, O), (N- 

15 1850: H, Pyridine N-oxide-4-yl, S, O), (N-1851: H, Pyridine N-oxide-3-yl, S, O), 
(N-1852: H, 6-OH-pyridine-3-yl, S, O), (N-1853: H, 6-SH-pyridine-3-yl, S, O), 
(N-1854: H, l-Ac-pyrrole-3-yl, S, O), (N-1855: H, 4-CF3-Ph, S, O), (N-1856: H, 

4- CN-Ph, S, O), (N-1857: H, 4-CHO-Ph, S, O), (N.1858: H, 3-Cl-Pli, S, O), (N- 
1859: H, 3-Br-Ph, S, O), (N-1860: H, 3-F-Ph, S, O), (N-1861: H, 3-I-Ph, S, O), 

20 (N-1862: H, 4-I-Ph, S, O), (N-1863: H, 4-OCF3-Ph, S, O), (N-1864: H, 3,4-diI-Ph, 
S, O), (N-1865: H, Indole-6-yl, S, O), (N-1866: H, l-Ac-indole-6-yl, S, O), (N- 
1867: H, l-Me-indole-6-yl, S, O), (N-1868: H, 4-(l.Imidazolyl)-Ph, S, O), (N- 
1869: H, 4-Morpliorino-Ph, S, O), (N-1870: H, 4-(l-Piperazinyl)-Ph, S, O), (N- 
1871: H, 2:5-diMe-thiopliene-3-yl, S, O), (N-1872: H, 2-Furyl, S, O), (N-1873: H, 

25 5-Me-furan-2-yl, S, O), (N-1874: H, 5-Me-furan-2-yl, S, O), (N-1875: H, 2- 
Thiazolyl, S, O), (N-1876: H, l:4-Benzodioxin-6-yl, S, O), (N-1877: H, 
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Benzo[b]furan-2-yl, S, O), (N-1878: H, 4-NH2CH2-Ph, S, O), (N-1879: H, 4- 
N(Me)HCH2-Pli, S, O), (N-1880: H, 4-N(Me)2CH2-Ph, S, O), (N-1881: H, 6-Cl- 
pyridine-3-yl, S, O), (N-1882: H, 5,6-diCl-pyridine-3-yl, S, O), (N-1883: H, 5- 
Cl-pyridine-2.yl, S, O), (N-1884: H, 4:5-diCl-pyridine-2-yl, S, O), (N-1885: H, 
5 4-ClCH2-Bn, S, O), (N-1886: H, Bn, S, O), (N-1887: H, 4-Cl-Bii, S, O), (N-1888: 
H, 4-Br-Bn, S, O), (N-1889: H, 4-F-Bn, S, O), (N-1890: H, 3,4-diCl-Bn, S, O), 
(N-1891: H, 3,4-diBr-Bn, S, O), (N-1892: H, 3,4-diF-Bn, S, O), (N-1893: H, 4- 
Cl-Bz, S, O), (N-1894: H, 3,4-diCl-Bz. S, O), (N-1895: H, 4-Br-Bz, S, O), (N- 
1896: H, 3,4-diBr-Bz, S, O), (N-1897: H, 4-F-Bz, S, O), (N-1898: H, 3,4-diF-Bz, 

10 S, O), (N-1899: H, 4-N02-Bn, S, O), (N-1900: H, 4-CN-Bn, S, O), (N-1901: Et, Ph, 
S, O), (N-1902: Et, 4-F-Ph, S, O), (N-1903: Et, 4-Br-Ph, S, O). (N-1904: Et, 4- 
Me-Ph, S, O), (N-1905: Et, 4-Ph-Ph, S, O), (N-1906: Et, 4-OMe-Ph, S, O), (N- 
1907: Et, 4-tBu-Ph, S, O), (N-1908: Et, 4-COOMe-Ph, S, O), (N-1909: Et, 4- 
Pen-Ph, S, O), (N-1910: Et, 4-N02-Ph, S, O), (N-1911: Et, 5-Cl-tliiophene-2-yl, 

15 S, O), (N-1912: Et, 3-Thienyl, S, O), (N-1913: Et, 2-Py, S, O), (N-1914: Et, 3-Py, 
S, O), (N-1915: Et, 4-Py, S, O), (N-1916: Et, 3,4-diF-Ph, S, O), (N-1917: Et, 5- 
Br-thiophene-2-yl, S, O), (N-1918: Et, 4-CONH2-Ph, S, O), (N-1919: Et, 4- 
CON(Me)H-Ph, S, O), (N-1920: Et, 4-CON(Me)2-Ph, S, O), (N-1921: Et, 4- 
iPrOC(=0)-Ph, S, O), (N-1922: Et, 4-nBuOC(=0)-Ph, S, O), (N-1923: Et, 6- 

20 Me-pyridine-3-yl, S, O), (N-1924: Et, Quinoliiie-3-yl, S, O), (N-1925: Et, 4- 
NH2-Ph, S, O), (N-1926: Et, 4-N(Ac)H-Ph, S, O), (N-1927: Et, 4-OH-Ph, S, O), 
(N-1928: Et, 3,4-di(OH)2-Ph, S, O), (N-1929: Et, 3,4-di(NH2)-Ph, S, O), (N-1930: 
Et, 3:4-[N(Ac)H]2-Ph, S, O), (N-1931: Et, 4-SH-Ph, S, O), (N-1932: Et, 4-SMe- 
Ph, S, O), (N-1933: Et, 3,4.diBr-Ph, S, O), (N-1934: Et, 4-N(Me)H-Ph, S, O), 

25 (N-1935: Et, 4-N(Me)2-Ph, S, O), (N-1936: Et, 4-N(Me)3+-Ph, S, O), (N-1937: Et, 
4-Et-Pli, S, O), (N-1938: Et, 4-iPr-Ph, S, O), (N-1939: Et, 4-nPr-Ph, S, O), (N- 
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1940: Et, 4-nBu-Ph, S, O), (N-1941: Et, 4-iBu-Ph, S, O), (N-1942: Et, 3,4- 
diMe-Ph, S, O), (N-1943: Et, l,3-Benzodioxole-5-yl, S, O), (N-1944: Et, N-Me- 
pyridinium-4-yl, S, O), (N-1945: Et, N-Me-pyridinium-3-yl, S, O), (N-1946: Et, 
5-Me-Pyridine-2-yl. S, O), (N-1947: Et, 2-Pyrazinyl, S, O), (N-1948: Et, 3- 
5 Pyrrolyl, S, O), (N-1949: Et, l-Me-pyrrole-3-yl, S, O), (N-1950: Et, Pyridine 
N-oxide-4-yl, S, O), (N-1951: Et, Pyridine N-oxide-3-yl, S, O), (N-1952: Et, 6- 
OH-pyridine-3-yl, S, O), (N-1953: Et, 6-SH-pyridine-3-yl, S, O), (N-1954: Et, 
l-Ac-pyrrole-3-yl, S, O), (N-1965: Et, 4-CF3-Ph, S, O), (N-1956: Et, 4-CN-Pli, S, 
O), (N-1957: Et, 4-CHO-Ph, S, O), (N-1958: Et, 3-Cl-Pli, S, O), (N-1959: Et, 3- 
10 Br-Ph, S, O), (N-1960: Et, 3-F-Ph, S, O), (N-1961: Et, 3-I-Ph, S, O), (N-1962: Et, 
4-I.Pli, S, O), (N-1963: Et, 4-0CF3-Ph, S, O), (N-1964: Et, 3,4-diI-Ph, S, O), 
(N-1965: Et, Indole-6-yl, S, O), (N-1966: Et, l-Ac-indole-6-yl, S, O), (N-1967: Et, 
l-Me-indole-6-yl, S, O), (N-1968: Et, 4-(l-Imidazolyl)-Ph, S, O), (N-1969: Et, 

4- Morphorino-Ph, S, O), (N-1970: Et, 4-(l-Piperazinyl)-Ph, S, O), (N-1971: Et, 
15 2:5-diMe-thiophene-3-yl, S, O), (N-1972: Et, 2-Furyl, S, O), (N-1973: Et, 5- 

Me-furan-2-yl, S, O), (N-1974: Et, 5-Me-furan-2-yl, S, O), (N-1975: Et, 2- 
Thiazolyl, S, O), (N-1976: Et, l:4-Benzodioxin-6-yl, S, O), (N-1977: Et, 
Benzo[b]furan-2-yl, S, O), (N-1978: Et, 4-NH2CH2-Ph, S, O), (N-1979: Et, 4- 
N(Me)HCH2-Ph, S, O), (N-1980: Et, 4-N(Me)2CH2-Ph, S, O), (N-1981: Et, 6- 
20 Cl-pyridine-3-yl, S, O), (N-1982: Et, 5,6-diCl-pyridine-3-yl, S, O), (N-1983: Et, 

5- Cl-pyridine-2-yl, S, O), (N-1984: Et, 4:5-diCl-pyridine-2-yl, S, O), (N-1985: 
Et, 4-ClCH2-Bn, S, O), (N-1986: Et, Bn, S, O), (N-1987: Et, 4-Cl-Bn, S, O), 
(N-1988: Et, 4-Br-Bn, S, O), (N-1989: Et, 4-F-Bn, S, O), (N-I990: Et, 3,4-diCl- 
Bn, S, O), (N-1991: Et, 3,4-diBr-Bn, S, O), (N-1992: Et, 3,4-diF-Bn, S, O), (N- 

25 1993: Et, 4-Cl-Bz, S, O), (N-1994: Et, 3,4-diCl-Bz, S, O), (N-1995: Et, 4-Br-Bz, 
S, O), (N-1996: Et, 3,4-diBr-Bz, S, O), (N-1997: Et, 4-F-Bz, S, O), (N-1998: Et, 
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3,4-diF-Bz, S, O), (N-1999: Et, 4-N02-Bn, S, O), (N.2000: Et, 4-CN-Bn, S, O), 
(N-2001: COOMe, Ph, S, O), (N-2002: COOMe, 4-F-Ph, S, O), (N-2003: COOMe, 
4-Br-Ph, S, O), (N-2004: COOMe, 4-Me-Ph, S, O), (N-2005: COOMe, 4-Ph-Ph, S, 
O), (N-2006: COOMe, 4-OMe-Ph, S, O), (N-2007: COOMe, 4-tBu-Ph, S, O), (N- 
5 2008: COOMe, 4-COOMe-Ph. S, O), (N-2009: COOMe, 4-Pen-Ph, S, O), (N-2010: 
COOMe, 4-N02-Ph, S, O), (N-2011: COOMe, 5-Cl-thiophene-2-yl, S, O), (N- 
2012: COOMe, 3-Thienyl, S, O), (N-2013: COOMe, 2-Py, S, O), (N-2014: COOMe, 

3- Py, S, O), (N-2015: COOMe, 4-Py, S, O), (N-2016: COOMe, 3,4-diF-Ph, S, O), 
(N.2017: COOMe, 5-Br-thiophene-2-yl, S, O), (N-2018: COOMe, 4-CONH2-Ph, 

10 S, O), (N-2019: COOMe, 4-CON(Me)H-Ph, S, O), (N-2020: COOMe, 4- 
C0N(Me)2-Ph, S, O), (N-2021: COOMe, 4-iPrOC(=0)-Ph, S, O), (N-2022: 
COOMe, 4-iiBuOC(=0)-Ph, S, O), (N-2023: COOMe, 6-Me-pyridine-3-yl, S, O), 
(N-2024: COOMe, Quinoline-3-yl, S, O), (N-2025: COOMe, 4-NH2-Ph, S, O), 
(N-2026: COOMe, 4-N(Ac)H-Ph, S, O), (N-2027: COOMe, 4-OH-Ph, S, O), (N- 

15 2028: COOMe, 3,4-di(OH)2-Ph, S, O), (N-2029: COOMe, 3,4-di(NH2)-Ph, S, O), 
(N-2030: COOMe, 3:4-[N(Ac)H]2-Ph, S, O), (N-2031: COOMe, 4-SH-Ph, S, O), 
(N-2032: COOMe, 4-SMe-Ph, S, O), (N-2033: COOMe, 3,4-diBr-Ph, S, O), (N- 
2034: COOMe, 4-N(Me)H-Ph, S, O), (N-2035: COOMe, 4-N(Me)2-Ph, S, O), (N- 
2036: COOMe, 4-N(Me)3+-Ph, S, O), (N-2037: COOMe, 4-Et-Ph, S, O), (N-2038: 

20 COOMe, 4-iPr-Pli, S, O), (N-2039: COOMe, 4-nPr-Ph, S, O), (N-2040: COOMe, 

4- nBu-Ph, S, O), (N-2041: COOMe, 4-iBu-Ph, S, O), (N-2042: COOMe, 3,4- 
diMe-Ph, S, O), (N-2043: COOMe, l,3-Benzodioxole-5-yl, S, O), (N-2044: 
COOMe, N-Me-pyridmium-4-yl, S, O), (N-2045: COOMe, N-Me-pyridinium-3- 
yl, S, O), (N-2046: COOMe, 5-Me.Pyridine-2-yl, S, O), (N-2047: COOMe, 2- 

25 Pyrazinyl, S, O), (N-2048: COOMe, 3-Pyrrolyl, S, O), (N-2049: COOMe, 1-Me- 
pyrrole-3-yl, S, O), (N-2050: COOMe, Pyridine N-oxide-4-yl, S, O), (N-2051: 
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COOMe, Pyridine N-oxide-3-yl, S, O), (N-2052: COOMe, 6-OH-pyridine-3-yl, S, 
O). (N-2053: COOMe, 6-SH-pyridine-3-yl, S, O), (N-2054: COOMe, 1-Ac- 
pyrrole-3-yl, S, O), (N-2055: COOMe, 4-CF3-Ph, S, O), (N-2056: COOMe, 4- 
CN-Ph, S, O), (N-2057: COOMe, 4-CHO-Ph, S, O), (N-2058: COOMe, 3-Cl-Ph, S, 
5 O). (N-2059: COOMe, 3-Br-Pli, S, O), (N-2060: COOMe, 3-F-Ph, S, O), (N-2061: 
COOMe, 3-I-Ph, S, O), (N-2062: COOMe, 4-I-Ph, S, O), (N-2063: COOMe, 4- 
OCFs-Ph, S, O), (N-2064: COOMe, 3,4-diI-Ph, S, O), (N-2065: COOMe, Indole- 
6-yl, S, O), (N-2066: COOMe, l-Ac-indole-6-yl, S, O), (N-2067: COOMe, 1-Me- 
indole-6-yl, S, O), (N-2068: COOMe, 4-(l-Imidazolyl)-Ph, S, O), (N-2069: 

10 COOMe, 4-Morphorino-Ph, S, O), (N-2070: COOMe, 4-(l-Piperazinyl)-Ph, S, O), 
(N-2071: COOMe, 2:5-diMe-thiopheiie-3-yl, S, O), (N-2072: COOMe, 2-Furyl, S, 
O), (N-2073: COOMe, 5-Me-furan-2-yl, S, O), (N-2074: COOMe, 5-Me-furan-2- 
yl, S, O), (N-2075: COOMe, 2-Thiazolyl, S, O), (N-2076: COOMe, 1:4- 
Benzodioxin-6-yl, S, O), (N-2077: COOMe, Benzo[b]furan-2-yl, S, O), (N-2078: 

15 COOMe, 4-NH2CH2-Ph, S, O), (N-2079: COOMe, 4-N(Me)HCH2-Ph, S, O), (N- 
2080: COOMe, 4-N(Me)2CH2-Ph, S, O), (N-2081: COOMe, 6-Cl-pyridine-3-yl, S, 
O), (N-2082: COOMe, 5,6-diCl-pyridine-3-yl, S, O), (N-2083: COOMe, 5-Cl- 
pyridine-2-yl, S, O), (N-2084: COOMe, 4:5-diCl-pyridine-2-yl, S, O), (N-2085: 
COOMe, 4-ClCH2-Bn, S, O), (N-2086: COOMe, Bn, S, O), (N-2087: COOMe, 4- 

20 Cl-Bn, S, O), (N-2088: COOMe, 4-Br-Bn, S, O), (N-2089: COOMe, 4-F-Bn, S, O), 
(N-2090: COOMe, 3,4-diCl-Bn, S, O), (N-2091: COOMe, 3,4-diBr-Bn, S, O), 
(N-2092: COOMe, 3,4-diF-Bn, S, O), (N-2093: COOMe, 4-Cl-Bz, S, O), (N-2094: 
COOMe, 3,4-diCl-Bz, S, O), (N-2095: COOMe, 4-Br-Bz, S, O), (N-2096: COOMe, 
3,4-diBr-Bz, S, O), (N-2097: COOMe, 4-F-Bz, S, O), (N-2098: COOMe, 3,4-diF- 

25 Bz, S, O), (N-2099: COOMe, 4-N02-Bn, S, O), (N-2100: COOMe, 4-CN-Bn, S, O), 
(N-2101: Ph, Me, O, O), (N-2102: 4-F-Ph, Me, O, O), (N-2103: 4-Br-Ph, Me, O, 
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O), (N-2104: 4-Me-Ph, Me, O, O), (N-2105: 4-Pli-Ph, Me, O, O), (N-2106: 4- 
OMe-Ph, Me, O, O), (N-2107: 4-tBu-Ph, Me, O, O), (N-2108: 4-COOMe-Ph, Me, 
O, O), (N-2109: 4-Pen-Ph, Me, O, O), (N-2110: 4-N02-Ph, Me, O, 0), (N-2111: 
5-Cl-thiophene-2-yl, Me, O, O), (N-2112: 3-Thienyl, Me, O, O), (N-2113: 2-Py, 
5 Me, O, O), (N-2114: 3-Py, Me, O, O), (N-2115: 4-Py, Me, O, O), (N-2116: 3,4- 
diF-Ph, Me, O, O), (N-2117: 5-Br-thiophene-2-yl, Me, O, O), (N-2118: 4- 
C0NH2-Ph, Me, O, O), (N-2119: 4-C0N(Me)H-Ph, Me, O, O), (N-2120: 4- 
C0N(Me)2-Ph, Me, O, O), (N-2121: 4-iPrOC(=0)-Ph, Me, O, O), (N-2122: 4- 
nBuOC(=0)-Ph, Me, O, O), (N-2123: 6-Me-pyridine-3-yl, Me, O, O), (N-2124: 

10 Quinoline-3-yl, Me, O, O), (N-2125: 4-NH2-Ph, Me, O, O), (N-2126: 4-N(Ac)H- 
Ph, Me, O, O), (N-2127: 4-OH-Ph, Me, O, O), (N-2128: 3,4-di(OH)2-Ph, Me, O, O), 
(N-2129: 3,4-di(NH2)-Ph, Me, O, O), (N-2130: 3:4-[N(Ac)H]2-Ph, Me, O, O), 
(N-2131: 4-SH-Ph, Me, O, O), (N-2132: 4-SMe-Ph, Me, O, O), (N-2133: 3,4- 
diBr-Ph, Me, O, O), (N-2134: 4-N(Me)H-Ph, Me, O, O), (N-2135: 4-N(Me)2-Ph, 

15 Me, O, O), (N-2136: 4-N(Me)3+-Ph, Me, O, O), (N-2137: 4-Et-Ph, Me, O, O), 
(N-2138: 4-iPr-Ph, Me, O, O), (N-2139: 4-nPr-Ph, Me, O, O), (N-2140: 4-nBu-Ph, 
Me, O, O), (N-2141: 4-iBu-Ph, Me, O, O), (N-2142: 3,4.diMe-Ph, Me, O, O), 
(N-2143: l,3-Benzodioxole-5-yl, Me, O, O), (N-2144: N-Me-pyridinium-4-yl, Me, 
O, O), (N-2145: N-Me-pyridinium-3-yl, Me, O, O), (N-2146: 5-Me-Pyridine-2-yl, 

20 Me, O, O), (N-2147: 2-Pyrazinyl, Me, O, O), (N-2148: 3-Pyrrolyl, Me, O, O), 
(N-2149: l-Me-pyrrole-3-yl, Me, O, O), (N-2150: Pyridine N-oxide-4-yl, Me, O, 
O), (N-2151: Pyridine N-oxide-3-yl, Me, O, O). (N-2152: 6-OH-pyridine-3-yl, Me, 
O, O), (N-2153: 6-SH-pyridine-3-yl, Me, O, O), (N-2154: l-Ac-pyrrole-3-yl, Me, 
O, O), (N-2155: 4-CF3-Ph, Me, 0, O), (N-2156: 4-CN-Ph, Me, O, O), (N-2157:. 

25 4-CHO-Ph, Me, O, O), (N-2158: 3-Cl-Ph, Me, O, O), (N-2159: 3-Br-Ph, Me, O. O), 
(N-2160: 3-F-Ph, Me, O, O), (N-2161: 3-I-Ph, Me, O, O), (N-2162: 4-I-Ph, Me, O, 
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O), (N-2163: 4-OCF3-PI1, Me, O, O), (N-2164: 3,4-diI-Ph, Me, O, O), (N-2165: 
Indole-6-yl, Me, O, O), (N-2166: l-Ac-indole-6-yl, Me, O, O), (N-2167: 1-Me- 
indole-6-yl, Me, O, O), (N-2168: 4-(l-Imidazolyl)-Ph, Me, O, O), (N-2169: 4- 
Morphorino-Ph, Me, O, O), (N-2170: 4-(l-Piperazinyl)-Ph, Me, O, O), (N-2171: 
5 2:5-diMe-thiophene-3-yl, Me, O, O), (N-2172: 2-Furyl, Me, O, O), (N-2173: 5- 
Me-furan-2-yl, Me, O, O), (N-2174: 5-Me-furan-2-yl, Me, O, O), (N-2175: 2- 
Thiazolyl, Me, O, O), (N-2176: l:4-Benzodioxin-6-yl, Me, O, O), (N-2177: 
Benzo[b]furan-2-yl, Me, O, O), (N-2178: 4-NH2CH2-Ph, Me, O, O), (N-2179: 4- 
N(Me)HCH2-Ph, Me, O, O), (N-2180: 4-N(Me)2CH2-Ph, Me, O, O), (N-2181: 6- 

10 Cl-pyridine-3-yl, Me, O, O), (N-2182: 5,6-diCl-pyridine-3-yl, Me, O, O), (N- 
2183: 5-Cl-pyridiiie-2-yl, Me, O, O), (N-2184: 4:5-diCl-pyridine-2-yl, Me, O, O), 
(N-2185: 4-CICH2-B11, Me, O, O), (N-2186: Bn, Me, O, O), (N-2187: 4-Cl-Bn, Me, 
O, O), (N-2188: 4-Br-Bn, Me, O, O), (N-2189: 4-F-Bn, Me, O, O), (N-2190: 3,4- 
diCl-Bn, Me, O, O), (N-2191: 3,4-diBr-Bn, Me, O, O), (N-2192: 3,4-diF-Bn, Me, 

15 O, O), (N-2193: 4-Cl-Bz, Me, O, O), (N-2194: 3,4-diCl-Bz, Me, O, O), (N-2195: 
4-Br-Bz, Me, O, O), (N-2196: 3,4-diBr-Bz, Me, O, O), (N-2197: 4-F-Bz, Me, O, O), 
(N-2198: 3,4-diF-Bz, Me, O, O), (N.2199: 4-N02-Bn, Me, O, O), (N-2200: 4- 
CN-Bn, Me. O, O), (N-2201: Ph, Et, O, O), (N-2202: 4-F-Ph, Et, O, O), (N-2203: 
4-Br-Ph, Et, O, O), (N-2204: 4-Me-Ph, Et, O, O), (N-2205: 4-Ph-Ph, Et, O, O), 

20 (N-2206: 4-OMe-Ph, Et, O, O), (N-2207: 4-tBu-Ph, Et, O, O), (N-2208: 4- 
COOMe-Ph, Et, O, O), (N-2209: 4-Pen-Ph, Et, O, O), (N-2210: 4-N02-Ph, Et, O, 
O), (N-2211: 5-Cl-thiophene-2-yl, Et, O, O), (N-2212: 3-Thienyl, Et, O, O), (N- 
2213: 2-Py, Et, O, O), (N-2214: 3-Py, Et, O, O), (N-2215: 4-Py, Et, O, O), (N- 
2216: 3,4-diF-Ph, Et, O, O), (N-2217: 5-Br-thiophene-2-yl, Et, O, O), (N-2218: 

25 4-CONH2-Ph, Et, O, O), (N-2219: 4-C0N(Me)H-Ph, Et, O, O), (N-2220: 4- 
C0N(Me)2-Ph, Et, O, O), (N-2221: 4-iPrOC(=0)-Ph, Et, O, O), (N-2222: 4- 
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iiBuOC(=0)-Ph, Et, O, O), (N-2223: 6-Me-pyridine-3-yl, Et, O, O), (N-2224: 
Quinoline-3-yl, Et, O, O), (N-2225: 4-NH2-Ph, Et, O, O), (N.2226: 4-N(Ac)H-Ph, 
Et, O, O), (N-2227: 4-OH-Ph, Et, O, O), (N-2228: 3,4-di(OH)2-Ph, Et, O, O), 
(N-2229: 3,4-di(NH2)-Ph, Et, O, O), (N-2230: 3:4-[N(Ac)H]2-Ph, Et, O, O), (N- 
5 2231: 4-SH-Ph, Et, O, O), (N-2232: 4-SMe-Ph, Et, O, O), (N-2233: 3,4-diBr-Ph, 
Et, O, O), (N-2234: 4-N(Me)H-Ph, Et, O, O), (N.2235: 4-N(Me)2-Ph, Et, O, O), 
(N-2236: 4-N(Me)3+-Ph, Et, O, O), (N-2237: 4-Et-Ph, Et, O, O), (N-2238: 4-iPr- 
Ph, Et, O, O), (N-2239: 4-nPr-Ph, Et, O, O), (N-2240: 4-nBu-Ph, Et, O, O), (N- 
2241: 4-iBu-Ph, Et, O, O), (N-2242: 3,4-diMe-Ph, Et, O, O), (N-2243: 1,3- 

10 Benzodioxole-5-yl, Et, O, O), (N-2244: N-Me-pyridinium-4-yl, Et, O, O), (N- 
2245: N-Me-pyridinium-3-yl, Et, O, O), (N-2246: 5-Me-Pyridine-2-yl, Et, O, O), 
(N-2247: 2-Pyrazinyl, Et, O, O), (N-2248: 3-Pyrrolyl, Et, O, O), (N-2249: 1- 
Me-pyrrole-3-yl, Et, O, O), (N-2250: Pyridine N-oxide-4-yl, Et, O, O), (N-2251: 
Pyridine N-oxide-3-yl, Et, O, O), (N-2252: 6-OH-pyridine-3-yl, Et, O, O), (N- 

15 2253: 6-SH-pyridine-3-yl, Et, O, O), (N-2254: l-Ac-pyrrole-3-yl, Et, O, O), (N- 
2255: 4-CF3-Ph, Et, O, O), (N-2256: 4-CN-Ph, Et, O, O), (N-2257: 4-CHO-Ph, Et, 
O, O), (N-2258: 3-Cl-Ph, Et, O, O), (N-2259: 3-Br-Ph, Et, O, O), (N-2260: 3-F- 
Ph, Et, O, O). (N-2261: 3-I-Ph, Et, O, O), (N-2262: 4-I-Ph, Et, O, O), (N-2263: 
4-OCF3-Ph, Et, O, O), (N-2264: 3,4-diI-Ph, Et, O, O), (N-2265: Indole-6-yl, Et, O, 

20 O), (N-2266: l-Ac-indole-6-yl, Et, O, O), (N-2267: l-Me-indole-6-yl, Et, O, O), 
(N-2268: 4-(l-Imidazolyl)-Ph, Et, O, O), (N-2269: 4-Morphorino-Ph, Et, O, O), 
(N-2270: 4-(l-Piperazinyl)-Ph, Et, O, O), (N-2271: 2:5-diMe-thiophene-3-yl, Et, 
O, O), (N-2272: 2-Furyl, Et, O, O), (N-2273: 5-Me-furan-2-yl, Et, O, O), (N- 
2274: 5-Me-furan-2-yl, Et, O, O), (N-2275: 2-Thiazolyl, Et, O, O), (N-2276: 

25 l:4-Benzodioxin-6-yl, Et, O, O), (N-2277: Benzo[b]furan-2-yl, Et, O, O), (N- 
2278: 4-NH2CH2-Ph, Et, O, O), (N-2279: 4-N(Me)HCH2-Ph, Et, O, O), (N.2280: 

112 



wo 01/07423 



PCT/JPOO/04909 



4-N(Me)2CH2-Ph, Et, 0, O), (N-2281: 6-Cl-pyridine-3-yl, Et, O, O), (N-2282: 
5,6-diCl-pyridine-3-yl, Et, O, O), (N-2283: 5-Cl-pyridine-2-yl, Et, O, O), (N- 
2284: 4:5-diCl-pyridiiie-2-yl, Et, O, O), (N-2285: 4-ClCH2-Bn, Et, O, O), (N- 
2286: Bn, Et, O, O), (N-2287: 4-Cl-Bn, Et, O, O), (N-2288: 4-Br-Bn, Et, O, O), 
5 (N-2289: 4-F-Bn, Et, O, O), (N-2290: 3,4.diCl-Bn, Et, O, O), (N-2291: 3,4- 
diBr-Bn, Et, O, O), (N-2292: 3,4-diF-Bn, Et, O, O), (N-2293: 4-Cl-Bz, Et, O, O), 
(N-2294: 3,4-diCl-Bz, Et, O, O), (N-2295: 4-Br-Bz, Et, O, O), (N-2296: 3,4- 
diBr-Bz, Et, O, O), (N-2297: 4-F-Bz, Et, O, O), (N-2298: 3,4-diF-Bz, Et, O, O), 
(N-2299: 4-N02-Bn, Et, O, O), (N-2300: 4-CN-Bn, Et, O, O), (N-2301: Ph, 

10 COOMe, O, O), (N-2302: 4-F-Ph, COOMe, O, O), (N-2303: 4-Br-Ph, COOMe, O, 
O), (N-2304: 4-Me-Ph, COOMe, O, O), (N-2305: 4-Pli-Ph, COOMe, O, O), (N- 
2306: 4-OMe-Ph, COOMe, O, O), (N-2307: 4-tBu-Ph, COOMe, O, O), (N-2308: 
4-COOMe-Ph, COOMe, O, O), (N-2309: 4-Pen-Ph, COOMe, O, O), (N-2310: 4- 
N02-Ph, COOMe, O, O), (N-2311: 5-Cl-thiophene-2.yl, COOMe, O, O), (N-2312: 

15 3-Thienyl, COOMe, O, O), (N-2313: 2-Py, COOMe, O, O), (N-2314: 3-Py, 
COOMe, O, O), (N-2315: 4-Py, COOMe, O, O), (N-2316: 3,4-diF-Ph, COOMe, O, 
O), (N-2317: 5-Br-thiophene-2-yl, COOMe, O, O), (N-2318: 4-CONH2-Ph, 
COOMe, O, O), (N-2319: 4-CON(Me)H-Ph, COOMe, O, O), (N-2320: 4- 
CON(Me)2-Ph, COOMe, O, O), (N-2321: 4-iPrOC(=0)-Ph, COOMe, O, O), (N- 

20 2322: 4-nBuOC(=0)-Ph, COOMe, O, O), (N-2323: 6-Me-pyridine-3-yl, COOMe, 
O, O), (N-2324: Quinoline-3-yl, COOMe, O, O), (N-2325: 4-NH2-Ph, COOMe, O, 
O), (N-2326: 4-N(Ac)H-Ph, COOMe, O, O), (N-2327: 4-OH-Ph, COOMe, O, O), 
(N-2328: 3,4-di(OH)2-Ph, COOMe, O, O), (N-2329: 3,4-di(NH2)-Ph, COOMe, O, 
O), (N-2330: 3:4-[N(Ac)H]2-Ph, COOMe, O, O), (N-2331: 4-SH-Ph, COOMe, O, 

25 O), (N-2332: 4-SMe-Ph, COOMe, O, O), (N-2333: 3,4-diBr-Ph, COOMe, O, O), 
(N-2334: 4-N(Me)H-Ph, COOMe, O, O), (N.2335: 4-N(Me)2-Ph, COOMe, O, O), 
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(N-2336: 4-N(Me)3+-Ph, COOMe, O, O), (N-2337: 4-Et-Ph, COOMe, O, O), (N- 
2338: 4-iPr-Ph, COOMe, O, O), (N-2339: 4-nPr-Ph, COOMe, O, O), (N-2340: 4- 
nBu-Ph, COOMe, O, O), (N-2341: 4-iBu-Ph, COOMe, O. O), (N-2342: 3,4- 
diMe-Ph, COOMe, O, O), (N-2343: l,3-Benzodioxole-5-yl, COOMe, O, O), (N- 
5 2344: N-Me-pyridinium-4-yl, COOMe, O, O), (N-2345: N-Me-pyridmium-3-yl, 
COOMe, O, O), (N-2346: 5-Me-Pyridine-2-yl, COOMe, O, O), (N-2347: 2- 
Pyrazinyl, COOMe, O, O), (N-2348: 3-Pyrrolyl, COOMe, O, O), (N-2349: 1- 
Me-pyrrole-3-yl, COOMe, O, O), (N-2350: Pyridine N-oxide-4-yl, COOMe, O, O), 
(N-2351: Pyridine N-oxide-3-yl, COOMe, O, O), (N-2352: 6-OH-pyridine-3-yl, 

10 COOMe, O, O), (N-2353: 6-SH-pyridine-3-yl, COOMe, O, O), (N-2354: 1-Ac- 
pyrrole-3-yl, COOMe, O, O), (N-2355: 4-CF3-Ph, COOMe, O, O), (N-2356: 4- 
CN-Ph, COOMe, O, O), (N-2357: 4-CHO-Ph, COOMe, O, O), (N-2358: 3-Cl-Ph, 
COOMe, O, O), (N-2359: 3-Br-Ph, COOMe, O, O), (N-2360: 3-F-Ph, COOMe, O, 
O), (N-2361: 3-I-Ph, COOMe, O, O), (N-2362: 4-I-Ph, COOMe, O, O), (N-2363: 

15 4-OCF3-Ph, COOMe, O, O), (N-2364: 3,4-diI-Ph, COOMe, O, O), (N-2365: 
Indole-6-yl, COOMe, O, O), (N-2366: l-Ac-indole-6-yl, COOMe, O, O), (N-2367: 
l-Me-indole-6-yl, COOMe, O, O), (N-2368: 4-(l-Imidazolyl)-Ph, COOMe, O, O), 
(N-2369: 4.Morphorino-Ph, COOMe, O, O), (N-2370: 4-(l-Piperazinyl)-Pli, 
COOMe, 0, O), (N-2371: 2:5-diMe-thiophene-3-yl, COOMe, O, O), (N-2372: 2- 

20 Furyl, COOMe, O, O), (N-2373: 5-Me-furan-2-yl, COOMe, O, O), (N-2374: 5- 
Me-furan-2-yl, COOMe, O, O), (N-2375: 2-Thiazolyl, COOMe, O, O), (N-2376: 
l:4-Benzodioxin-6-yl, COOMe, O, O), (N-2377: Benzo[b]furan-2-yl, COOMe, O, 
O), (N-2378: 4-.NH2CH2-Ph, COOMe, O, O), (N-2379: 4-N(Me)HCH2-Ph, COOMe, 
O, O), (N-2380: 4-N(Me)2CH2-Ph, COOMe, O, O), (N-2381: 6-Cl-pyridine-3-yl, 

25 COOMe, O, O), (N-2382: 5,6-diCl-pyridine-3-yl, COOMe, O, O), (N-2383: 5-Cl- 
pyridine-2-yl, COOMe, O, O), (N-2384: 4:5-diCl-pyridine-2-yl, COOMe, O, O), 
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(N-2385: 4-CICH2-B11, COOMe, O, O), (N-2386: Bn, COOMe, O, O), (N-2387: 
4-Cl-Bn, COOMe, O, O), (N-2388: 4-Br-Bn, COOMe, O, O), (N-2389: 4-F-Bn, 
COOMe, O, O), (N-2390: 3,4-diCl-Bn, COOMe, O, O), (N-2391: 3,4-diBr-Bn, 
COOMe, O, O), (N-2392: 3,4-diF-Bn, COOMe, O, O), (N-2393: 4-Cl-Bz, COOMe, 
5 O, O), (N-2394: 3,4-diCl-Bz, COOMe, O, O), (N-2395: 4-Br-Bz, COOMe, O, O), 
(N-2396: 3,4-diBr-Bz, COOMe, O, O), (N-2897: 4-F-Bz, COOMe, O, O), (N-2398: 
3,4-diF-Bz, COOMe, O, O), (N-2899: 4-N02-Bn, COOMe, O, O), (N-2400: 4- 
CN-Bn, COOMe, O, O), (N-2401: H, Ph, O, O), (N-2402: H, 4-F-Ph, O, O), (N- 
2403: H, 4-Br-Ph, O, O), (N-2404: H, 4-Me-Ph, O, O), (N-2405: H. 4-Ph-Ph, O, O), 

10 (N-2406: H, 4-OMe-Ph, O, O), (N-2407: H, 4.tBu-Ph, O, O), (N-2408: H, 4- 
COOMe-Ph, O, O), (N-2409: H, 4-Pen-Ph, O, O), (N-2410: H, 4-N02-Ph, O, O), 
(N-2411: H, 5-Cl-thiophene-2-yl, O, O), (N-2412: H, 3-Thienyl, O, O), (N-2413: 
H, 2-Py, O, O), (N-2414: H, 3-Py, O, O), (N-2415: H, 4-Py, O, O), (N-2416: H, 
3,4-diF-Ph, O, O), (N-2417: H, 5-Br.thiopliene-2-yl, O, O), (N-2418: H, 4- 

15 CONH2-Ph, O, O), (N-2419: H, 4-C0N(Me)H-Ph, O, O), (N-2420: H, 4- 
CON(Me)2-Ph, O, O), (N-2421: H, 4-iPrOC(=0)-Ph, O, O), (N-2422: H, 4- 
nBuOC(=0)-Ph, O, O), (N-2423: H, 6-Me-pyridine-3-yl, O, O), (N-2424: H, 
Quinoline-3-yl, O, O), (N-2425: H, 4-NH2-Ph, O, O), (N-2426: H, 4-N(Ac)H-Ph, 
O, O), (N-2427: H, 4-OH-Ph, O, O), (N-2428: H, 3,4-di(OH)2-Ph, O, O), (N-2429: 

20 H, 3,4-di(NH2)-Ph, O, O), (N-2430: H, 3:4-[N(Ac)H]2-Ph, O, O), (N-2431: H, 4- 
SH-Ph, O, O), (N-2432: H, 4-SMe-Ph, O, O), (N-2433: H, 3,4-diBr-Ph, O, O), 
(N-2434: H, 4-N(Me)H-Ph, O, O), (N-2435: H, 4-N(Me)2-Ph, O, O), (N-2436: H, 
4-N(Me)3+-Ph, O, O), (N-2437: H, 4-Et-Ph, O, O), (N-2438: H, 4-iPr-Ph, O, O), 
(N-2439: H, 4-nPr-Ph, O, O), (N-2440: H, 4-nBu-Ph, O, O), (N-2441: H, 4-iBu- 

25 Ph, O, O), (N-2442: H, 3,4.diMe-Ph, O, O), (N-2443: H, l,3-Benzodioxole-5-yl, O, 
O), (N-2444: H, N-Me-pyridinium.4-yl, O, O), (N-2445: H, N-Me-pyridinium- 
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3- yl, O, O), (N-2446: H, 5-Me-Pyridine-2-yl, O, O), (N-2447: H, 2-Pyrazinyl, O, 
O), (N-2448: H, 3-Pyrrolyl, O, O), (N-2449: H, l-Me-pyrrole-3-yl, O, O), (N- 
2450: H, Pyridine N-oxide-4-yl, O, O), (N-2451: H, Pyridine N-oxide-3-yl, O, O), 
(N-2452: H, 6-OH-pyridine-3-yl, O, O), (N-2453: H, 6-SH-pyridine-3-yl, O, O), 

5 (N-2454: H, l-Ac-pyrrole-3-yl, O, O), (N-2455: H, 4-CF3-Ph, O, O), (N-2456: H, 

4- CN-Ph, O, O), (N-2457: H, 4-CHO-Ph, O, O), (N-2458: H, 3-Cl-Ph, O, O), (N- 
2459: H, 3-Br-Ph, O, O), (N-2460: H, 3-F-Ph, O, O), (N-2461: H, 3-I-Ph, O, O), 
(N-2462: H, 4-I-Ph, O, O), (N-2463: H, 4-OCF3-PI1, O, O), (N-2464: H, 3,4-diI- 
Ph, O, O), (N-2465: H, Indole-6-yl, O, O), (N-2466: H, l-Ac-indole-6-yl, O, O), 

10 (N-2467: H, l-Me-indole-6-yl, O, O), (N-2468: H, 4-(l-Imidazolyl)-Ph, O, O), 
(N-2469: H, 4-Morphorino-Ph, O, O), (N-2470: H, 4-(l-Piperazinyl)-Ph, O, O), 
(N-2471: H, 2:5-diMe-thiophene-3-yl, O, O), (N-2472: H, 2-Furyl, O, O), (N- 
2473: H, 5-Me-furan-2-yl, O, O), (N-2474: H, 5-Me-furan-2-yl, O, O), (N-2475: H, 
2-Thiazolyl, O, O), (N-2476: H, l:4-Benzodioxin-6-yl, O, O), (N-2477: H, 

15 Benzo[b]furan-2-yl, O, O), (N-2478: H, 4-NH2CH2-Ph, O, O). (N-2479: H, 4- 
N(Me)HCH2-Ph, O, O), (N-2480: H, 4-N(Me)2CH2-Ph, O, O), (N-2481: H, 6-Cl- 
pyridine-3-yl, O, O), (N.2482: H, 5,6-diCl-pyridine-3-yl, O, O), (N-2483: H, 5- 
Cl-pyridine-2-yl. O, O), (N-2484: H, 4:5-diCl-pyridine-2-yl, O, O), (N-2485: H, 
4-ClCH2-Bn, O, O), (N-2486: H, Bn. O, O), (N-2487: H, 4-Cl-Bn, O, O), (N-2488: 

20 H, 4-Br-Bn, O, O), (N-2489: H. 4-F-Bn, O, O), (N-2490: H, 3,4-diCl-Bn, O, O). 
(N-2491: H, 3,4-diBr-Bn, O, O), (N-2492: H, 3,4-diF-Bn, O, O), (N-2493: H, 4- 
Cl-Bz, O, O), (N-2494: H, 3,4-diCl-Bz, O, O), (N-2495: H, 4-Br-Bz, O, O), (N- 
2496: H, 3,4-diBr-Bz, O, O), (N-2497: H, 4-F-Bz, O, O), (N-2498: H, 3.4-diF-Bz, 
O, O), (N.2499: H, 4-N02-Bn, O, O). (N-2500: H, 4-CN-Bn, O, O). (N-2501: Me, 

25 Ph, O, O), (N-2502: Me, 4-F-Ph, O, O), (N-2503: Me, 4-Br-Ph, O, O), (N-2504: 
Me, 4-Me-Ph, O, O), (N-2505: Me, 4-Ph-Ph, O, O), (N-2506: Me, 4-OMe-Ph, O, 
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O), (N-2507: Me, 4-tBu-Ph, O, O), (N-2508: Me, 4-COOMe-Ph, O, O), (N.2509: 
Me, 4-Peii-Pli, O, O), (N-2510: Me, 4-N02-Ph, O, O), (N-25H: Me, 5-Cl- 
thiophene-2-yl, O, O), (N-2512: Me, 3-Thienyl, O, O), (N-2513: Me, 2-Py, O, O), 
(N-2514: Me, 3-Py, O, O), (N-2515: Me, 4-Py, O, O), (N-2516: Me, 3,4-diF-Ph, O, 
5 O), (N-2517: Me, 5-Br-thiophene-2-yl, O, O), (N-2518: Me, 4-CONH2-Ph, O, O), 
(N-2519: Me, 4-C0N(Me)H-Ph, O, O), (N-2520: Me, 4-CON(Me)2-Ph, O, O), 
(N-2521: Me, 4-iPrOC(=0)-Ph, O, O), (N-2522: Me, 4-nBuOC(=0)-Ph, O, O), 
(N-2523: Me, 6-Me-pyridine-3-yl, 0, O), (N-2524: Me, Quinoliiie-3-yl, O, O), 
(N-2525: Me, 4-NH2-Ph, O, O), (N-2526: Me, 4-N(Ac)H-Ph, O, O), (N-2527: Me, 

10 4-OH-Ph, O, O), (N.2528: Me, 3,4-di(OH)2-Ph, O, O), (N-2529: Me, 3,4- 
di(NH2)-Ph, O, O), (N-2530: Me, 3:4-[N(Ac)H]2-Ph, O, O), (N-2531: Me, 4-SH- 
Ph, O, O), (N-2532: Me, 4-SMe-Ph, O, O), (N-2533: Me, 3.4-diBr-Ph, O, O). 
(N-2534: Me, 4-N(Me)H-Ph, O, O), (N-2535: Me, 4-N(Me)2-Ph, O, O), (N-2536: 
Me, 4-N(Me)3+-Ph, O, O), (N-2537: Me, 4-Et-Ph, O, O), (N-2538: Me, 4-iPr-Ph, O, 

15 O), (N-2539: Me, 4-nPr-Ph, O, O), (N-2540: Me. 4-nBu-Ph, O, O), (N-2541: Me, 
4-iBu-Ph, O, O), (N-2542: Me, 3,4-diMe-Ph, O, O), (N-2543: Me, 1,3- 
Benzodioxole-5-yl, O, O), (N-2544: Me, N-Me-pyridinium-4-yl, O, O), (N-2545: 
Me, N-Me-pyridinium-3-yl, O, O), (N-2546: Me, 5-Me-Pyridine-2-yl, O, O), 
(N-2547: Me, 2-Pyrazinyl, O, O), (N-2548: Me, 3-Pyrrolyl, O, O), (N-2549: Me, 

20 l-Me-pyrrole-3-yl, O, O), (N-2550: Me, Pyridine N-oxide-4-yl, O, O), (N-2551: 
Me, Pyridine N-oxide-3-yl, O, O), (N-2552: Me, 6-OH-pyridine-3-yl, O, O), (N- 
2553: Me, 6-SH-pyridine-3-yl, O, O), (N-2554: Me, l-Ac-pyrrole-3-yl, O, O), 
(N-2555: Me, 4-CF3-Ph, O, O), (N-2556: Me, 4-CN-Ph, O, O), (N-2557: Me, 4- 
CHO-Ph, O, O), (N-2558: Me, 3-Cl-Ph, O, O), (N-2559: Me, 3-Br-Ph, O, O), (N- 

25 2560: Me, 3-F-Ph, O, O), (N-2561: Me, 3-I-Ph, O, O), (N-2562: Me, 4-I-Ph, O, O), 
(N-2563: Me, 4-OCF3-Ph, O, O), (N-2564: Me, 3,4-diI-Ph, O, O), (N-2565: Me, 
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Indole-6-yl, O, O), (N-2566: Me, l-Ac-indole-6-yl, O, O), (N-2567: Me, 1-Me- 
indole-6-yl, O, O), (N-2568: Me, 4-(l-Imidazolyl)-Ph, O, O), (N-2569: Me, 4- 
Morphorino-Ph, O, O), (N-2570: Me, 4-(l-Piperazinyl)-Ph, O, O), (N-2571: Me, 
2:5-diMe-thiophene-3-yl, O, O), (N-2572: Me, 2-Furyl, O, O), (N-2573: Me, 5- 
5 Me-furan-2-yl, O, O), (N.2574: Me, 5-Me-furaii-2-yl, O, O), (N-2575: Me, 2- 
Thiazolyl, O, O), (N-2576: Me, l:4-Benzodioxin-6-yl, O, O), (N-2577: Me, 
Benzo[b]furaii-2-yl, O, O), (N-2578: Me, 4-NH2CH2-Ph, O, O), (N-2579: Me, 4- 
N(Me)HCH2-Ph, O, O), (N-2580: Me, 4-N(Me)2CH2-Ph, O, O), (N-2581: Me, 6- 
Cl-pyridine-3-yl, O, O), (N-2582: Me, 5,6-diCl-pyridine-3-yl, O, O), (N-2583: Me, 

10 5-Cl-pyridine-2-yl, O, O), (N-2584: Me, 4:5-diCl-pyridine-2-yl, O, O), (N-2585: 
Me, 4-ClCH2-Bn, O, O), (N-2586: Me, Bn, O, O), (N-2587: Me, 4-Cl-Bn, O, O), 
(N-2588: Me, 4-Br-Bn, O, O), (N-2589: Me, 4-F-Bn, O, O), (N-2590: Me, 3,4- 
diCl-Bn, O, O), (N-2591: Me, 3,4-diBr-Bn, O, O), (N.2592: Me, 3,4.diF-Bn, O, O), 
(N-2593: Me, 4-Cl-Bz, O, O), (N-2594: Me, 3,4-diCl-Bz, O, O), (N-2595: Me, 4- 

15 Br-Bz, O, O), (N-2596: Me, 3,4-diBr-Bz, O, O), (N-2597: Me, 4-F-Bz, O, O), 
(N-2598: Me, 3,4-diF-Bz, O, O), (N-2599: Me, 4-N02-Bn, O, O), (N-2600: Me, 
4-CN-Bn, O, O), (N-2601: Et, Ph, O, O), (N-2602: Et, 4-F-Ph, O, O), (N-2603: Et, 
4-Br-Ph, O, O), (N-2604: Et, 4-Me-Ph, O, O), (N-2605: Et, 4-Ph-Ph, O, O), (N- 
2606: Et, 4-OMe-Ph, O, O), (N-2607: Et, 4-tBu-Ph, O, O), (N-2608: Et, 4- 

20 COOMe-Ph, O, O), (N-2609: Et, 4-Pen-Ph, O, O), (N-2610: Et, 4-N02-Ph, O, O), 
(N-2611: Et, 5-Cl-thiophene-2-yl, O, O), (N-2612: Et, 3-Thienyl, O, O), (N-2613: 
Et, 2-Py, O, O), (N-2614: Et, 3-Py, O, O), (N-2615: Et, 4-Py, O, O), (N-2616: Et, 
3,4-diF-Ph, O, O), (N-2617: Et, 5-Br-thiophene-2-yl, O, O), (N-2618: Et, 4- 
CONHa-Ph, O, 0), (N-2619: Et, 4-C0N(Me)H-Ph, O, O), (N-2620: Et, 4- 

25 C0N(Me)2-Ph, O, O), (N-2621: Et, 4-iPrOC(=0)-Ph, O, O), (N-2622: Et, 4- 
nBuOC(=0)-Ph, O, O), (N-2623: Et, 6-Me-pyridine-3-yl, O, O), (N-2624: Et, 
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Quinoline-3-yl, O, O), (N-2625: Et, 4-NH2-Ph, O, O), (N-2626: Et, 4-N(Ac)H-Ph, 
O, O), (N-2627: Et, 4-OH-Ph, O, O), (N-2628: Et, 3,4-di(OH)2-Ph, O, O), (N- 
2629: Et, 3,4-di(NH2)-Ph, O, O), (N-2630: Et, 3:4-[N(Ac)H]2-Ph, O, O), (N-2631: 
Et, 4-SH-Ph, O, O), (N-2632: Et, 4-SMe-Ph, O, O), (N-2633: Et, 3,4-diBr-Ph, O, 
5 O), (N-2634: Et, 4-N(Me)H-Ph, O, O), (N-2635: Et, 4-N(Me)2-Ph, O, O), (N-2636: 
Et, 4-N(Me)3+-Ph, O, O), (N-2637: Et, 4.Et-Ph, O, O), (N.2638: Et, 4-iPr-Ph, O, 
O), (N-2639: Et, 4-nPr-Ph, O, O), (N-2640: Et, 4-nBu-Ph, O, O), (N-2641: Et, 
4-iBu-Ph, O, O), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1,3- 
Benzodioxole-5-yl, O, O), (N-2644: Et, N-Me-pyridinium-4-yl, O, O), (N-2645: 

10 Et, N-Me-pyridmium-3-yl, O, O), (N-2646: Et, 5-Me-Pyridine-2.yl, O, O), (N- 
2647: Et, 2-Pyraziiiyl, O, O), (N-2648: Et, 3-Pyrrolyl, O, O), (N-2649: Et, 1- 
Me-pyrrole-3-yl, O, O), (N-2650: Et, Pyridine N-oxide-4-yl, O, O), (N-2651: Et, 
Pyridine N-oxide-3-yl, O, O), (N-2652: Et, 6-OH-pyridine-3-yl, O, O), (N-2653: 
Et, 6-SH-pyridine-3-yl, O, O), (N.2654: Et, l-Ac-pyrrole-3-yl, O, O), (N-2655: 

15 Et, 4-CF3-Ph, O, O), (N-2656: Et, 4-CN-Ph, O, O), (N-2657: Et, 4-CHO-Ph, O, O), 
(N-2658: Et, 3-Cl-Ph, O, O), (N-2659: Et, 3-Br-Ph, O, O), (N-2660: Et, 3-F-Ph, O, 
O), (N-2661: Et, 3-I-Ph, O, O), (N-2662: Et, 4-I-Ph, O, O), (N-2663: Et, 4- 
0CF3-Ph, O, O), (N-2664: Et, 3,4-diI-Ph, O, O), (N-2665: Et, Indole-6-yl, O, O), 
(N-2666: Et, l-Ac-indole-6-yl, O, O), (N-2667: Et, l-Me-indole-6-yl, O, O), (N- 

20 2668: Et, 4-(l-Imidazolyl)-Ph, O, O), (N-2669: Et, 4-Morphorino-Ph, O, O), 
(N-2670: Et, 4-(l-Piperazinyl)-Ph, O, O), (N-2671: Et, 2:5-diMe-thiophene-3-yl, 
O, O), (N-2672: Et, 2-Furyl, O, O), (N-2673: Et, 5-Me-furan-2-yl, O, O), (N- 
2674: Et, 5-Me-furan-2-yl, O, O), (N-2675: Et, 2-Thiazolyl, O, O), (N-2676: Et, 
l:4-Benzodioxin-6-yl, O, O), (N-2677: Et, Benzo[b]furan-2-yl, O, O), (N-2678: 

25 Et, 4-NH2CH2-Ph, O, O), (N-2679: Et, 4-N(Me)HCH2-Ph, O, O), (N-2680: Et, 
4-N(Me)2CH2-Pli, O, O), (N-2681: Et, 6-Cl-pyridine-3-yl, O, O), (N-2682: Et, 
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5,6-diCl-pyridme-3-yl, O, O), (N-2683: Et, 5-Cl-pyridine-2-yl, O, O), (N-2684: 
Et, 4:5-diCl-pyridme-2-yl, O, O), (N-2685: Et, 4-ClCH2-Bn, O, O), (N-2686: Et, 
Bn, O, O), (N-2687: Et, 4-Cl-Bn, O, O), (N-2688: Et, 4-Br-Bn, O, O), (N-2689: Et, 
4-F-Bn, O, O), (N-2690: Et, 3,4-diCl-Bn, O, O), (N-2691: Et, 3,4-diBr-Bn, O, O), 
5 (N-2692: Et, 8,4-diF-Bn, O, O), (N-2693: Et, 4-Cl-Bz, 0, O), (N-2694: Et, 3,4- 
diCl-Bz, O, O), (N-2695: Et, 4-Br-Bz, O, O), (N-2696: Et, 3,4-diBr-Bz, O, O), 
(N-2697: Et, 4-F-Bz, O, O), (N.2698: Et, 3,4-diF-Bz, O, O), (N-2699: Et, 4- 
NOa-Bn, O, O), (N-2700: Et, 4-CN-Bn, O, O), (N-2701: COOMe, Fh, O, O), (N- 
2702: COOMe, 4-F-Ph, O, O), (N-2703: COOMe, 4-Br-Ph, O, O), (N-2704: 

10 COOMe, 4-Me-Ph, O, O), (N.2705: COOMe, 4-Ph-Ph, O, O), (N-2706: COOMe, 
4-OMe-Ph, O, O), (N-2707: COOMe, 4-tBu-Ph, O, O), (N-2708: COOMe, 4- 
COOMe-Ph, O, O), (N-2709: COOMe, 4-Pen-Ph, O, O), (N-2710: COOMe, 4- 
NOa-Ph, O, O), (N-2711: COOMe, 5-Cl-thiophene-2-yl, O, O), (N-2712: COOMe, 
3-Thienyl, O, O), (N-2713: COOMe, 2-Py, O, O), (N-2714: COOMe, 3-Py, O, O), 

15 (N-2715: COOMe, 4-Py, O, O), (N-2716: COOMe, 3,4-diF-Ph, O, O), (N-2717: 
COOMe, 5-Br-thiophene-2-yl, O, O), (N-2718: COOMe, 4-CONH2-Ph, O, O), 
(N-2719: COOMe, 4-C0N(Me)H-Ph, O, O), (N-2720: COOMe, 4-CON(Me)2-Ph, 
O, O), (N-2721: COOMe, 4-iPrOC(=0)-Ph, O, O), (N-2722: COOMe, 4- 
nBuOC(=0)-Ph, O, O), (N-2723: COOMe, 6-Me-pyridine-3-yl, O, O), (N-2724: 

20 COOMe, Quinoline-3-yl, O, O), (N-2725: COOMe, 4-NH2-Ph, O, O), (N-2726: 
COOMe, 4-N(Ac)H-Ph, O, O), (N-2727: COOMe, 4-OH-Ph, O, O), (N-2728: 
COOMe, 3,4-di(OH)2-Ph, O, O), (N-2729: COOMe, 3,4-di(NH2)-Ph, O, O), (N- 
2730: COOMe, 3:4-[N(Ac)H]2-Ph, O, O), (N-2731: COOMe, 4-SH-Ph, O, O), (N- 
2732: COOMe, 4-SMe-Ph, O, O), (N-2733: COOMe, 3,4-diBr-Ph, O, O), (N-2734: 

25 COOMe, 4-N(Me)H-Ph, O, O), (N-2735: COOMe, 4-N(Me)2-Pli, O, O), (N-2736: 
COOMe, 4-N(Me)3+-PIi, O, O), (N-2737: COOMe, 4-Et-Ph, O, O), (N-2738: 
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COOMe, 4-iPr-Ph, O, O), (N-2739: COOMe, 4-nPr-Ph, O, O), (N-2740: COOMe, 
4-nBu-Ph, O, O), (N-2741: COOMe, 4-iBu-Ph, O, O), (N.2742: COOMe, 3,4- 
diMe-Ph, O, O), (N-2743: COOMe, l,3-Benzodioxole-5-yl, O, O), (N-2744: 
COOMe, N-Me-pyridinium-4-yl, O, O), (N-2745: COOMe, N-Me-pyridinium-3- 
5 yl, O, O), (N-2746: COOMe, 5-Me-Pyridine-2-yl, O, O), (N-2747: COOMe, 2- 
Pyrazinyl, O, O), (N-2748: COOMe, 3-Pyrrolyl, O, O), (N-2749: COOMe, 1- 
Me-pyrrole-3-yl, O, O), (N-2750: COOMe, Pyridine N-oxide-4-yl, O, O), (N- 
2751: COOMe, Pyridine N-oxide-3-yl, O, O), (N-2752: COOMe, 6-OH- 
pyridine-3-yl, O, O), (N-2753: COOMe, 6-SH-pyridine-3-yl, O, O), (N-2754: 

10 COOMe, l-Ac-pyrrole-3-yl, O, O), (N-2755: COOMe, 4-CF3-Ph, O, O), (N-2756: 
COOMe, 4.CN-Ph, O, O), (N-2757: COOMe, 4-CHO-Ph, O, O), (N-2758: COOMe, 
3-Cl-Ph, O, O), (N-2759: COOMe, 3-Br-Ph, O, O), (N-2760: COOMe, 3-F-Ph, O, 
O), (N-2761: COOMe, 3-I-Ph, O, O), (N-2762: COOMe, 4-I-Ph, O, O), (N-2763: 
COOMe, 4-OCF3-Ph, O, O), (N-2764: COOMe, 3,4-diI-Ph, O, O), (N-2765: 

15 COOMe, Indole-6-yl, O, O), (N-2766: COOMe, l-Ac-indole-6-yl. O, 0),.(N-2767: 
COOMe, l-Me-indole-6-yl, O, O), (N-2768: COOMe, 4-(l-Iinidazolyl)-Ph, O, O), 
(N-2769: COOMe, 4-Morphorino-Ph, O, O), (N-2770: COOMe, 4.(1- 
Piperazinyl)-Ph, O, O), (N-2771: COOMe, 2:5-diMe-thiophene-3-yl, O, O), (N- 
2772: COOMe, 2-Furyl, O, O), (N-2773: COOMe, 5-Me-furan-2-yl, O, O), (N- 

20 2774: COOMe, 5-Me-furan-2-yl, O, O), (N-2775: COOMe, 2-Thiazolyl, O, O), 
(N-2776: COOMe, l:4-Benzodioxin-6-yl, O, O), (N-2777: COOMe, 
Benzo[b]furan-2-yl, O, O), (N-2778: COOMe, 4-NH2CH2-Ph, O, O), (N-2779: 
COOMe, 4-N(Me)HCH2-Ph, O, O), (N-2780: COOMe, 4-N(Me)2CH2-Ph, O, O), 
(N-2781: COOMe, 6-Cl-pyridine-3-yl, O, O), (N-2782: COOMe, 5,6-diCl- 

25 pyridine-3-yl, O, O), (N-2783: COOMe, 5-Cl-pyridine-2-yl, O, O), (N-2784: 
COOMe, 4:5-diCl-pyridine-2-yl, O, O), (N-2785: COOMe, 4-ClCH2-Bn, O, O), 
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(N-2786: COOMe, Bn, O, O), (N-2787: COOMe, 4-Cl-Bn, O, O), (N-2788: 
COOMe. 4-Br-Bn, O, O), (N-2789: COOMe, 4-F-Bn, O, O), (N-2790: COOMe, 
3,4-diCl-Bn, O, O), (N-2791: COOMe, 3,4-diBr-Bn, O, O), (N-2792: COOMe, 
3,4-diF-Bn, O, O), (N-2793: COOMe, 4-Cl-Bz, O, O), (N-2794: COOMe, 3,4- 
5 diCl-Bz, O, O), (N-2795: COOMe, 4-Br-Bz, O, O), (N-2796: COOMe, 3,4-diBr- 
Bz, O, O), (N-2797: COOMe, 4-F-Bz, O, O), (N-2798: COOMe, 3,4-diF-Bz, O, O), 
(N-2799: COOMe, 4-N02-Bn, O, O), (N-2800: COOMe, 4-CN-Bn, O, O), (N-2801: 
4-F-Ph, CONH2, S, S), (N-2802: 4-Br-Ph, CONH2, S, S), (N-2803: 5-Cl- 
thiophene-2-yl, CONH2, S, S), (N-2804: 3,4-diF-Ph, CONH2, S, S), (N-2805: 5- 

10 Br-thiophene-2-yl, CONH2, S, S), (N-2806: 3,4-diBr-Ph, CONH2, S, S), (N-2807: 
4-CF3-Ph, CONH2, S, S), (N-2808: 3-Cl-Ph, CONH2, S, S), (N-2809: 3-Br-Ph, 
CONH2, S, S), (N.2810: 3-F-Ph, CONH2, S, S), (N-2811: 4-F-Ph, CO2NHCH3, S, 
S), (N-2812: 4-Br-Ph, CO2NHCH3, S, S), (N-2813: 5-Cl-thiophene-2-yl, 
CO2NHCH3, S, S), (N-2814: 3,4-diF-Ph, CO2NHCH3, S, S), (N-2815: 5-Br- 

15 thiophene-2-yl, CO2NHCH3, S, S), (N-2816: 8,4-diBr-Ph, CO2NHCH3, S, S), 
(N.2817: 4-CF3-Ph, CO2NHCH3, S, S), (N-2818: 3-Cl-Ph, CO2NHCH3, S, S), 
(N-2819: 3-Br-Ph, CO2NHCH3, S, S), (N-2820: 3-F-Ph, CO2NHCH3, S, S), (N- 
2821: 4-F-Ph, C02N(CH3)2, S, S), (N-2822: 4-Br-Ph, C02N(CH3)2. S, S), (N- 
2823: 5-Cl-thiophene-2-yl, C02N(CH3)2, S, S), (N-2824: 3,4-diF-Ph, 

20 C02N(CH3)2, S, S), (N-2825: 5-Br-thiophene-2-yl, C02N(CH3)2, S, S), (N-2826: 
3,4-diBr-Ph, C02N(CH3)2, S, S), (N-2827: 4-CF3-Ph, C02N(CH3)2, S, S), (N- 
2828: 3-Cl-Ph, C02N(CH3)2, S, S), (N-2829: 3-Br-Ph, C02N(CH3)2, S, S), (N- 
2830: 3-F-Ph, C02N(CH3)2, S, S), (N-2831: 4-F-Ph, CO2H, S, S), (N-2832: 4- 
Br-Ph, CO2H, S, S), (N-2833: 5-Cl-thiopheiie-2-yl, CO2H, S, S), (N-2834: 3,4- 

25 diF-Ph, CO2H, S, S), (N-2835: 5-Br-thiophene-2-yl, CO2H, S, S), (N-2836: 3,4- 
diBr-Ph, CO2H, S, S), (N-2837: 4-CF3-Ph, CO2H, S, S), (N-2838: 3-Cl-Ph, CO2H, 
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S, S), (N-2839: 3-Br-Ph, CO2H, S, S), (N-2840: 3-F-Ph, CO2H, S, S), (N-2841: 
4-F-Ph, NH2, S, S), (N-2842: 4-Br-Ph, NH2, S, S), (N-2843: 5-Cl-thiopliene-2-yl, 
NH2, S, S), (N-2844: 3,4-diF-Ph, NH2, S, S), (N-2845: 5-Br-tliiophene-2-yl, NH2, 
S, S), (N-2846: 3,4-diBr-Ph, NH2, S, S), (N-2847: 4-CFs-Ph, NH2, S, S), (N-2848: 
5 3-Cl-Ph, NH2, S, S), (N-2849: 3-Br-Ph, NH2, S, S), (N-2850: 3-F-Ph, NH2, S, S), 
(N-2851: 4-F-Ph, GH2C00Me, S, S), (N-2852: 4-Br-Ph, CH2C00Me, S, S), (N- 
2853: 5-Cl-thiophene-2-yl, CH2COOMe, S, S), (N-2854: 3,4-diF-Ph, CH2C00Me, 
S, S), (N-2855: 5-Br-thiopheiie-2-yl, CHsCOOMe, S, S), (N-2856: 3,4-diBr-Ph, 
CH2C00Me, S, S), (N-2857: 4-CF3-Ph, CH2COOMe, S, S), (N-2858: 3-Cl-Ph, 

10 CH2C00Me, S, S), (N-2859: 3-Br-Ph, CH2COOMe, S, S), (N-2860: 3-F-Ph, 
CH2C00Me, S, S), (N-2861: 4-F-Ph, CH2CH2COOMe, S, S), (N-2862: 4-Br-Ph, 
CH2CH2COOMe, S, S), (N-2863: 5-Cl-thiophene-2-yl, CH2CH2COOMe, S, S), 
(N-2864: 3,4-diF-Ph, CH2CH2COOMe, S, S), (N-2865: 5-Br-thiophene-2-yl, 
CH2CH2COOMe, S, S), (N-2866: 3,4-diBr-Ph, CH2CH2COOMe, S, S), (N-2867: 

15 4-CF3-Ph, CH2CH2COOMe, S, S), (N-2868: 3-Cl-Ph, CH2CH2COOMe, S, S), 
(N-2869: 3-Br-Ph, CH2CH2COOMe, S, S), (N-2870: 3-F-Ph, CH2CH2COOMe, S, 
S), (N-2871: 4-F-Ph, CH2COONH2, S, S), (N-2872: 4-Br-Ph, CH2COONH2, S, S), 
(N-2873: 5-Cl-thiophene-2-yl, CH2COONH2, S, S), (N-2874: 3,4-diF-Ph. 
CH2COONH2, S, S), (N-2875: 5-Br-thiophene-2-yl, CH2COONH2, S, S), (N- 

20 2876: 3,4-diBr-Ph, CH2COONH2, S, S), (N-2877: 4-CF3-Ph, CH2COONH2, S, S), 
(N-2878: 3-Cl-Ph, CH2COONH2, S, S), (N-2879: 3-Br-Ph, CH2COONH2, S, S). 
(N-2880: 3-F-Ph, CH2COONH2, S, S), (N-2881: 4-F-Ph, CH2COONHCH3, S, S), 
(N-2882: 4-Br-Ph, CH2COONHCH3, S, S), (N-2883: 5-Cl-thiophene-2-yl, 
CH2COONHCH3, S, S), (N-2884: 3,4-diF-Ph, CH2COONHCH3. S, S), (N-2885: 

25 5-Br-thiophene-2-yl, CH2COONHCH3, S, S), (N-2886: 3,4-diBr-Ph, 
CH2COONHCH3, S, S), (N-2887: 4-CF3-Ph, CH2COONHCH3, S, S), (N-2888: 
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3-Cl-Ph, CH2COONHCH3, S, S), (N-2889: 3-Br-Ph, CH2COONHCH3, S, S), (N- 
2890: 3-F-Ph, CH2COONHCH3, S, S), (N-2893: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, S), (N-2894: 3,4-diF-Ph, CH2CH2CI, S, S), (N-2895: 5-Br.thiophene-2-yl, 
CH2CH2CI, S, S), (N-2896: 3,4-diBr-Ph, CH2CH2CI, S, S), (N-2897: 4-CF3-Ph, 
5 CH2CH2CI, S, S), (N-2898: 3-Cl-Pli, CH2CH2CI, S, S), (N-2899: 3-Br-Ph, 
CH2CH2CI, S, S), (N-2900: 8-F-Ph, CH2CH2CI, S, S), (N-2901: 4-F-Ph, CONH2, 
O, S), (N-2902: 4-Br-Ph, CONH2, O. S), (N-2903: 5-Cl-thiophene-2-yl, CONH2, 
O, S), (N-2904: 3,4-diF-Ph, CONH2, O, S), (N-2905: 5-Br-thiophene-2-yl, 
CONH2, O, S), (N-2906: 3,4-diBr-Ph, CONH2, O, S), (N-2907: 4-CF3-Ph, CONH2, 

10 O, S), (N-2908: 8-Cl-Ph, CONH2, O, S), (N.2909: 3-Br-Ph, CONH2, O, S), (N- 
2910: 3-F-Ph, CONH2, O, S), (N-2911: 4-F-Ph, CO2NHCH3, O, S), (N-2912: 4- 
Br-Ph, CO2NHCH3, O, S), (N-2913: 5-Cl-thiophene-2-yl, CO2NHCH3, O, S), 
(N-2914: 3,4-diF-Ph, CO2NHCH3, O, S), (N-2915: 5-Br-thiophene-2-yl, 
CO2NHCH3, O, S), (N-2916: 3,4-diBr-Ph, CO2NHCH3, O, S), (N-2917: 4-CF3-Ph, 

15 CO2NHCH3, O, S), (N-2918: 3-Cl-Ph, CO2NHCH3, O, S), (N-2919: 3-Br-Ph, 
CO2NHCH3, O, S), (N-2920: 3-F-Ph, CO2NHCH3, O, S), (N-2921: 4-F-Ph, 
C02N(CH3)2, O, S), (N-2922: 4-Br-Ph, C02N(CH3)2, O, S), (N-2923: 5-Cl- 
thiophene-2-yl, C02N(CH3)2, O, S), (N-2924: 3,4-diF-Ph, C02N(CH3)2, O, S), 
(N-2925: 5-Br-thiophene-2-yl, C02N(CH3)2, O, S), (N-2926: 3,4-diBr-Ph, 

20 C02N(CH3)2, O, S), (N-2927: 4-CF3-Ph, C02N(CH3)2, O, S), (N-2928: 3-Cl-Ph, 
C02N(CH3)2, O, S), (N-2929: 3-Br-Ph, C02N(CH3)2, O, S), (N-2930: 3-F-Ph, 
C02N(CH3)2, O, S), (N-2931: 4-F-Ph, CO2H, O, S), (N-2932: 4-Br-Ph, CO2H, O, 
S), (N-2933: 5-Cl-thiophene.-2-yl, CO2H, O, S), (N-2934: 3,4-diF-Ph, CO2H, O, 
S), (N-2935: 5-Br-thiophene-2-yl, CO2H, O, S), (N-2936: 3,4-diBr-Ph, CO2H, O, 

25 S), (N-2937: 4-CF3-Ph, CO2H, O, S), (N-2938: 3-Cl-Ph, CO2H, O, S), (N-2939: 
3-Br-Ph, CO2H, O, S), (N-2940: 3-F-Ph, CO2H, O, S), (N-2941: 4-F-Ph, NH2, O, 
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S), (N-2942: 4-Br-Ph, NH2, O, S), (N-2943: 5-Cl-thiophene-2-yl, NH2, O, S), 
(N-2944: 3,4-diF-Ph, NH2, O, S), (N-2945: 5-Br-thiophene-2-yl, NH2, O, S), 
(N-296: 3,4-diBr-Pli, NH2, O, S), (N-2947: 4-CF3-Ph, NH2, O, S), (N-2948: 3- 
Cl-Ph, NH2, O, S), (N-2949: 3-Br-Ph, NH2, O, S), (N.2950: 3-F-Ph, NH2, O, S), 
5 (N-2951: 4-F-Ph, CHsCOOMe, O, S), (N-2952: 4-Br-Ph, CH2C00Me, O, S), (N- 
2953: 5-Cl-thiophene-2-yl, CH2C00Me, O, S), (N-2954: 3,4-diF-Ph, 
CH2C00Me, O, S), (N-2955: 5-Br-thiophene-2-yl, CH2C00Me, O, S), (N-2956: 
3,4-diBr-Ph, CHaCOOMe, O, S), (N-2957: 4-CF3-Ph, CH2C00Me, O, S), (N- 
2958: 3-Cl-Ph, CHsCOOMe, O, S), (N-2959: 3-Br-Ph, CH2COOMe, O, S), (N- 

10 2960: 3-F.Ph, CH2C00Me, O, S), (N-2961: 4-F-Ph, CH2CH2COOMe, O, S), (N- 
2962: 4-Br-Ph, CH2CH2COOMe, O, S), (N-2963: 5-Cl-thiophene-2-yl, 
CH2CH2COOMe, O, S), (N-2964: 3,4-diF-Ph, CH2CH2COOMe, O, S), (N-2965: 
5-Br-thiophene-2-yl, CH2CH2COOMe, O, S), (N-2966: 3,4-diBr-Ph, 
CH2CH2COOMe, O, S), (N-2967: 4-CF3-Ph, CH2CH2COOMe, O, S), (N-2968: 3- 

15 Cl-Ph, CHaCHaCOOMe, O, S), (N-2969: 3-Br-Ph, CHaCHaCOOMe, O, S), (N- 
2970: 3-F-Ph, CH2CH2COOMe, O, S), (N-2971: 4-F-Ph, CH2COONH2, O, S), 
(N-2972: 4-Br-Ph, CH2COONH2, O, S), (N-2973: 5-Cl-thiophene-2-yl, 
CH2COONH2, O, S), (N-2974: 3,4-diF-Ph, CH2COONH2, O, S), (N-2975: 5-Br- 
thiophene-2-yl, CH2COONH2, O, S), (N-2976: 3,4-diBr-Ph, CH2COONH2, O, S), 

20 (N-2977: 4-CF3-Ph, CH2COONH2, O, S), (N-2978: 3-Cl-Ph, CH2COONH2, O, S), 
(N-2979: 3-Br-Ph, CH2COONH2, O, S), (N-2980: 3-F-Ph, CH2COONH2, O, S), 
(N-2981: 4-F-Ph, CH2COONHCH3, O, S), (N-2982: 4-Br-Ph, CH2COONHCH3, O, 
S), (N-2983: 5-Cl-thiopheiie-2-yl, CH2COONHCH3, O, S), (N-2984: 3,4-diF-Ph, 
CH2COONHCH3, O, S), (N-2985: 5-Br-thiophene-2-yl, CH2COONHCH3, O, S), 

25 (N-2986: 3,4-diBr-Ph, CH2COONHCH3, O, S), (N-2987: 4-CF3-Ph, 
CH2COONHCH3, O, S), (N-2988: 3-Cl-Ph, CH2COONHCH3, O, S), (N-2989: 3- 
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Br-Ph, CH2COONHCH3, O, S), (N-2990: 3-F-Ph, CH2COONHCH3, O, S), (N- 
2991: 4-F-Ph, CH2CH2CI, O, S), (N-2992: 4-Br-Ph, CH2CH2CI, O, S), (N-2993: 
5-Cl-thiophene-2-yl, CH2CH2CI, O, S), (N-2994: 3,4-diF-Pli, CH2CH2CI, 0, S), 
(N-2995: 5-Br-thiophene-2-yl, CH2CH2CI, O, S), (N.2996: 3,4-diBr-Ph, 
5 CH2CH2CI, O, S), (N-2997: 4-CF3-.Ph, CH2CH2CI, O, S), (N-2998: 3-Cl-Ph, 
CH2CH2CI, O, S), (N-2999: 3-Br-Ph, CH2CH2CI, O, S), (N-3000: 3-F-Ph, 
CH2CH2CI, O, S), (N.3OOI: 4-F-Ph, CONH2, S, O), (N.3002: 4-Br-Ph, CONH2, S, 
O), (N-3003: 5-Cl-thiophene-2-yl, CONH2, S. O), (N-3004: 3,4-diF-Ph, CONH2, 
S, O), (N-3005: 5-Br-thiophene-2.yl, CONH2, S, O), (N-3006: 3,4-diBr-Ph, 

10 CONH2, S, O), (N-3007: 4-CF3-Ph, CONH2, S, O), (N-300: 3-Cl-Ph, CONH2, S, 
O), (N-3009: 3-Br-Ph, CONH2, S, O), (N-3010: 3-F-Pli, CONH2, S, O), (N-3011: 
4-F-Ph, CO2NHCH3, S, O), (N-3012: 4-Br-Ph, CO2NHCH3, S, O), (N-3013: 5- 
Cl-thiophene-2-yl, CO2NHCH3, S, O), (N-3014: 3,4-diF-Ph, CO2NHCH3, S, O), 
(N-3015: 5-Br-thiophene-2-yl, CO2NHCH3, S, O), (N-3016: 3,4-diBr.Ph, 

15 CO2NHCH3, S, O), (N-3017: 4-CF3-Ph, CO2NHCH3, S, O), (N-3018: 3-Cl-Ph, 
CO2NHCH3, S, O), (N-3019: 3-Br-Ph, CO2NHCH3, S, O), (N-3020: 3-F-Ph, 
CO2NHCH3, S, O), (N-3021: 4-F-Ph, C02N(CH3)2, S, O). (N-3022: 4-Br-Ph, 
C02N(CH3)2, S, O), (N-3023: 5-Cl-thiophene-2-yl, C02N(CH3)2, S, O), (N-3024: 
3,4-diF-Ph, C02N(CH3)2, S, O), (N-3025: 5-Br-thiophene-2-yl, C02N(CH3)2, S, 

20 O), (N-3026: 3,4-diBr-Ph, C02N(CH3)2, S, O), (N-3027: 4-CF3-Ph, C02N(CH3)2, 
S, O), (N-3028: 3-Cl-Ph, C02N(CH3)2, S, O), (N-3029: 3-Br-Ph, C02N(CH3)2, S, 
O), (N-3030: 3-F-Ph, C02N(CH3)2, S, O), (N-3031: 4-F-Ph, CO2H, S, O), (N- 
3032: 4-Br-Ph, CO2H, S, O), (N-3033: 5-Cl-thiophene-2-yl, CO2H, S, O), (N- 
3034: 3,4-diF-Ph, CO2H, S, O), (N-3035: 5-Br-thiophene-2-yl, CO2H, S, O), 

25 (N-3036: 3,4-diBr-Ph, CO2H, S, O), (N-3037: 4-CF3-Ph, CO2H, S, O), (N-3038: 
3-Cl-Ph, CO2H, S, O), (N-3039: 3-Br-Ph, CO2H, S, O), (N-3040: 3-F-Ph, CO2H, S, 
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O), (N-3041: 4-F-Pli, NH2, S, O), (N-3042: 4-Br-Ph, NH2, S, O), (N-3043: 5-Cl- 
thiophene-2-yl, NH2, S, O), (N-3044: 3,4-diF-Ph, NH2, S, O), (N-8045: 5-Br- 
thiopliene-2-yl, NH2, S, O), (N-3046: 3,4-diBr-Ph, NH2, S, O), (N-3047: 4-CF3- 
Ph, NH2, S, O), (N-3048: 3-Cl-Ph, NH2, S, O), (N-3049: 3-Br-Ph, NH2, S, O), 
5 (N-3050: 3-F-Ph, NH2, S, O), (N-3051: 4-F-Ph, CH2C00Me, S, O), (N-3052: 4- 
Br-Ph, CH2C00Me, S, O), (N-3053: 5-Cl-thiophene-2-yl, CH2C00Me, S, O), 
(N.3054: 3,4-diF-Ph, CH2C00Me, S, O), (N-3055: 5-Br-thiophene-2-yl, 
, CH2C00Me, S, O), (N-3056: 3,4-diBr-Ph, CH2C00Me, S, O), (N-3057: 4-CF3- 
Ph, CH2C00Me, S, O), (N-3058: 3-Cl-Ph. CH2C00Me, S, O), (N-3059: 3-Br-Ph, 

10 CH2C00Me, S, O), (N-3060: 3-F-Ph, CH2C00Me, S, O), (N-3061: 4-F-Ph, 
CH2CH2COOMe, S, O), (N-3062: 4-Br-Ph, CH2CH2COOMe, S, O), (N-3063: 5- 
Cl-thiopheiie-2-yl, CH2CH2COOMe, S, O), (N-3064: 3,4-diF-Ph, 
CH2CH2COOMe, S, O), (N-3065: 5-Br-thiophene-2-yl, CH2CH2COOMe, S, O), 
(N-3066: 3,4-diBr-Ph, CH2CH2C00Me, S, O), (N-3067: 4-CF3-Ph, 

15 CH2CH2COOMe, S, O), (N-3068: 3-Cl-Ph, CH2CH2COOMe, S, O), (N-3069: 3- 
Br-Ph, CH2CH2COOMe, S, O), (N-3070: 3-F-Ph, CH2CH2C00Me, S, O), (N- 
3071: 4-F-Ph, CH2COONH2, S. O), (N-3072: 4-Br-Ph, CH2COONH2, S, O), (N- 
3073: 5-Cl-thiophene-2-yl, CH2COONH2, S, O), (N-3074: 3,4-diF-Ph, 
CH2COONH2, S, O), (N-3075: 5-Br-thiophene-2-yl, CH2COONH2, S, O), (N- 

20 3076: 3,4-diBr-Ph, CH2COONH2, S, O), (N-3077: 4-CF3-Ph, CH2COONH2, S, O), 
(N-3078; 3-Cl-Ph, CH2COONH2, S, O), (N-3079: 3-Br-Ph, CH2COONH2, S, O), 
(N-3080: 3-F-Ph, CH2COONH2, S, O), (N-3081: 4-F-Ph, CH2COONHCH3, S, O), 
(N-3082: 4-Br-Ph, CH2COONHCH3, S, O), (N-3083: 5-Cl-thiophene-2-yl, 
CH2COONHCH3, S, O), (N-3084: 3,4-diF-Ph, CH2COONHCH3, S, O), (N-3085: 

25 5-Br-thiophene-2-yl, CH2COONHCH3, S, O), (N-3086: 3,4-diBr-Ph, 
CH2COONHCH3, S, O), (N-3087: 4-CF3-Ph, CH2COONHCH3, S, O), (N-3088: 
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3-Cl-Ph, CH2COONHCH3, S, O). (N-3089: 3-Br-Ph, CH2COONHCH3, S, O), 
(N-3090: 3-F-Ph, CH2COONHCH3, S, O), (N-3091: 4-F-Ph, CH2CH2CI, S, O), 
(N-3092: 4-Br-Ph, CH2CH2CI, S, O), (N-8093: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, O), (N-3094: 3,4-diF-Ph, CH2CH2CI, S, O), (N.3095: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, S, 0), (N-3096: 3,4-diBr-Ph, CH2CH2CI, S, O), (N-3097: 4-CF3-Ph, 
CH2CH2CI, S, O), (N-3098: 8-Cl-Ph, CH2CH2CI, S, O), (N-3099: 3-Br-Ph, 
CH2CH2CI, S, O), (N-3100: 3-F-Ph, CH2CH2CI, S, O), (N-3101: 4-F-Ph, CONH2, 
O, O), (N-3102: 4-Br-Pli, CONH2, O, O), (N-3103: 5-Cl-thiophene-2-yl, CONH2, 
O, O), (N-3104: 3,4-diF-Ph, CONH2, O, O), (N-3105: 5-Br-thiophene-2-yl, 

10 CONH2, O, O), (N-3106: 3,4-diBr-Ph, CONH2, O, O), (N-3107: 4-CF3-Ph, 
CONH2, O, O), (N-3108: 3-Cl-Ph, CONH2, O, O), (N-3109: 3-Br-Ph, CONH2, O, 
O), (N-3110: 3-F-Ph, CONH2, O, O), (N-3111: 4-F-Ph, CO2NHCH3, O, O), (N- 
3112: 4-Br-Ph, CO2NHCH3, O, O), (N-3113: 5-Cl-thiophene-2-yl, CO2NHCH3, O, 
O), (N-3114: 3,4-diF-Ph, CO2NHCH3, O, O), (N-3115: 5-Br-thiophene-2-yl, 

15 CO2NHCH3, O, O), (N-3116: 3,4-diBr-Ph, CO2NHCH3. O, O), (N-3117: 4-CF3-Ph, 
CO2NHCH3, O, O), (N-3118: 3-Cl-Ph, CO2NHCH3, O, O), (N-3119: 3-Br-Ph, 
CO2NHCH3, O, O), (N-3120: 3-F-Ph, CO2NHCH3, O, O), (N-3121: 4-F-Ph, 
C02N(CH3)2, O, O), (N-3122: 4-Br-Ph, C02N(CH3)2, O, O), (N-3123: 5-Cl- 
thiophene-2-yl, C02N(CH3)2, O, O), (N-3124: 3,4.diF-Ph, C02N(CH3)2, O, O), 

20 (N-3125: 5-Br-thiophene-2-yl, C02N(CH3)2, O, O), (N-3126: 3,4-diBr-Ph, 
C02N(CH3)2, O, O), (N-3127: 4-CF3-Ph, C02N(CH3)2, O, O), (N-3128: 3-Cl-Ph, 
C02N(CH3)2, O, O), (N-3129: 3-Br-Ph, C02N(CH3)2, O, O), (N-3130: 3-F-Ph, 
C02N(CH3)2, O, O), (N-3131: 4-F-Ph, CO2H, O, 0),.(N-3132: 4-Br-Ph, CO2H, O, 
O), (N-3133: 5-Cl-thiophene-2-yl, CO2H, O, O), (N-3134: 3,4-diF-Ph, CO2H, O, 

25 O), (N-3135: 5-Br-thiophene-2-yl, CO2H, O, O), (N-3136: 3,4-diBr-Ph, CO2H, O, 
O), (N-3137: 4-CF3-Ph, CO2H, O, O), (N-3138: 3-Cl-Ph, CO2H, O, O), (N-3139: 
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3-Br-Pli, CO2H, O, O), (N-3140: 3-F-Ph, CO2H, O, O), (N-3141: 4-F-Ph, NH2, O, 
O), (N-3142: 4-Br-Ph, NH2, O, O), (N-3143: 5-Cl-thiophene-2-yl, NH2, O, O), 
(N-3144: 3,4-diF-Ph, NH2, O, O), (N-3145: 5-Br-thiophene-2-yl, NH2, O, O), 
(N-3146: 3,4-diBr-Ph, NH2, O, O), (N-3147: 4-CF3-Ph, NH2, O, O), (N-3148: 3- 
5 Cl-Ph, NH2, O, O), (N-3149: 3-Br-Pli, NH2, O, O), (N-3150: 3-F-Ph, NH2, O, O), 
(N-3151: 4-F-Ph, CH2C00Me, O, O), (N-3152: 4-Br-Ph, CH2C00Me, O, O), 
(N-3153: 5-Cl-thiophene-2-yl, CH2C00Me, O, O), (N-3154: 3,4-(iiF-Ph, 
CH2C00Me, O, O), (N-3155: 5-Br-thiophene-2-yl, CH2C00Me, O, 0), (N-3156: 
3,4-diBr-Ph, CH2C00Me, O, O), (N-3157: 4-CF3-Ph, CH2C00Me, O, O), (N- 

10 3158: 3-Cl-Ph, CH2C00Me, O, O), (N-3159: 3-Br-Ph, CH2COOMe, O, O), (N- 
3160: 3-F-Ph, CH2C00Me, O, O), (N-3161: 4-F-Ph. CH2CH2COOMe, O, O), 
(N-3162: 4-Br-Ph, CH2CH2COOMe, O, O), (N-3163: 5-Cl-thiophene-2-yl, 
CH2CH2COOMe, O, O), (N-3164: 3,4-diF-Ph, CH2CH2COOMe, O, O), (N-3165: 
5-Br-thiophene-2-yl, CH2CH2COOMe, O, O), (N-3166: 3,4-diBr-Ph, 

15 CH2CH2COOMe, O, O), (N-3167: 4-CF3-Ph, CH2CH2COOMe, O, O), (N-3168: 
3-Cl-Ph, CH2CH2COOMe, O, O), (N-3169: 3-Br-Ph, CH2CH2COOMe, O, O), 
(N-3170: 3-F-Ph, CH2CH2COOMe, O, O), (N-3171: 4-F-Ph, CH2COONH2, O, O), 
(N-3172: 4-Br-Ph, CH2COONH2, O, O), (N-3173: 5-Cl-thiophene-2-yl, 
CH2COONH2, O, O), (N-3174: 3,4-diF-Ph, CH2COONH2, O, O), (N-3175: 5-Br- 

20 thiophene-2-yl, CH2COONH2, O, O), (N-3176: 3,4-diBr-Ph, CH2COONH2, O, O), 
(N-3177: 4-CF3-Ph, CH2COONH2, O, O), (N-3178: 3-Cl-Ph, CH2COONH2, O, O), 
(N-3179: 3-Br-Ph, CH2COONH2, O, O), (N-3180: 3-F-Ph, CH2COONH2, O, O), 
(N-3181: 4-F-Ph, CH2COONHCH3, O, O), (N-3182: 4-Br-Ph, CH2COONHCH3, O, 
O), (N-3183: 5-Cl-thiophene-2-yl, CH2COONHCH3, O, O), (N-3184: 3,4-diF-Ph, 

25 CH2COONHCH3, O, O), (N-3185: 5-Br-thiophene-2-yl, CH2COONHCH3, O, O), 
(N-3186: 3,4-diBr-Ph, CH2COONHCH3, O, O), (N-3187: 4-CF3-Ph, 
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CH2COONHCH3, O, O), (N-3188: B-Cl-Ph, CH2COONHCH3, O, O), (N-3189: 3- 
Br-Ph, CH2COONHCH3, O, O), (N-3190: 3-F-Ph, CH2COONHCH3, O, O), (N- 
8192: 4-Br-Pli, CH2CH2CI, O, 0), (N-3193: 5-Cl-thiophene-2-yl, CH2CH2CI, O, 
O), (N-3194: 3,4-diF-Ph, CH2CH2CI, O, O), (N-3195: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, O, O), (N-3196: 8,4-diBr-Ph, CH2CH2CI, O, O), (N-3197: 4-CF3-Ph, 
CH2CH2CI, O, O), (N-3198: 3-Cl-Ph, CH2CH2CI, O, O), (N-3199: 3-Br-Ph, 
CH2CH2CI, O, O), (N-3200: 3-F-Ph, CH2CH2CI, O, O), (N-3301: CONH2, 4-F-Ph, 
S, S), (N-3302: CONH2, 4-Br-Ph, S, S), (N-3303: CONH2, 5-Cl-thiophene-2-yl, S, 
S), (N-3304: CONH2, 8,4-diF-Ph, S, S), (N-3305: CONH2. 5-Br-thiophene-2-yl, 

10 S, S), (N-3306: CONH2, 3,4-diBr-Ph, S, S), (N-3307: CONH2, 4-CF3-Ph, S, S), 
(N-3308: CONH2, 3-Cl-Ph, S, S), (N-3309: CONH2, 3-Br-Ph, S, S), (N-3310: 
CONH2, 3-F-Ph, S, S), (N-3311: CO2NHCH3, 4-F-Ph, S, S), (N-3312: CO2NHCH3, 
4-Br-Ph, S, S), (N-3313: CO2NHCH3, 5-Cl-thiophene-2-yl, S, S), (N-3314: 
CO2NHCH3, 3,4-diF-Ph, S, S), (N-8315: CO2NHCH3, 5-Br-thiophene-2-yl, S, S), 

15 (N-3316: CO2NHCH3, 8,4-diBr-Ph, S, S), (N-3317: CO2NHCH3, 4-CF3-Ph, S, S), 
(N-3318: CO2NHCH3, 8-Cl-Ph, S, S), (N-3319: CO2NHCH3, 8-Br-Ph, S, S), (N- 
8320: CO2NHCH3, 3-F-Ph, S, S), (N-3321: C02N(CH3)2, 4-F-Ph, S, S), (N-3322: 
C02N(CH3)2, 4-Br-Ph, S, S), (N-3328: C02N(CH3)2, 5-Cl-thiophene-2-yl, S, S), 
(N-3324: C02N(CH3)2, 3,4-diF-Ph, S, S), (N-3325: C02N(CH3)2, 5-Br- 

20 thiophene-2-yl, S, S), (N-3326: C02N(CH3)2, 3,4-diBr-Ph, S, S), (N-3327: 
C02N(CH3)2, 4-CF3-Ph, S, S), (N-8828: C02N(CH3)2, 3-Cl-Ph, S, S), (N-3329: 
C02N(CH3)2, 3-Br-Ph, S, S), (N-3330: C02N(CH3)2, 3-F-Ph, S, S), (N-3381: 
CO2H, 4-F-Ph, S, S), .(N-3332: CO2H, 4-Br-Ph, S,.S), (N-3333: CO2H, 5-Cl- 
thiophene-2-yl, S, S), (N-3334: CO2H, 3,4-diF-Ph, S, S), (N-3335: CO2H, 5-Br- 

25 thiophene-2-yl, S, S), (N-3336: CO2H, 3,4-diBr-Ph, S, S), (N-3337: CO2H, 4- 
CFs-Ph, S, S), (N-3338: CO2H, 3-Cl-Ph, S, S), (N-3339: CO2H, 3-Br-Ph, S, S), 
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(N.3340: CO2H, 3-F-Ph, S, S), (N-3341: NH2, 4.F-Ph, S, S), (N-3342: NH2, 4- 
Br-Ph, S, S), (N-3343: NH2, 5-Cl-thiopliene-2-yl, S, S), (N-3344: NH2, 3,4-diF- 
Ph, S, S), (N-3345: NH2, 5-Br-tliiophene-2-yl, S, S), (N-8346: NH2, 3,4-diBr-Ph, 
S, S), (N-3347: NH2, 4-CF3-Ph, S, S), (N-3348: NH2, 3-Cl-Ph, S, S), (N-3349: 
5 NH2, 3-Br-Ph, S, S), (N-3350: NH2, 3-F-Ph, S, S), (N-3351: CH2C00Me, 4-F-Ph, 
S, S), (N-3352: CH2COOMe, 4-Br-Ph, S, S), (N-3353: CH2C00Me, 5-Cl- 
thiophene-2-yl, S, S), (N.3354: CH2C00Me, 3,4.diF-Ph, S, S), (N-3355: 
CH2C00Me, 5-Br-thiophene-2-yl, S, S), (N-3356: CH2C00Me, 3,4-diBr-Ph, S, 
S), (N-3357: CH2COOMe, 4-CF3-Ph, S, S), (N-3358: CH2C00Me, 3-Cl-Pli, S, S), 

10 (N-3359: CH2C00Me, 3-Br-Ph, S, S), (N-3360: CH2COOMe, 3-F-Ph, S, S), (N- 
3361: CH2CH2COOMe, 4-F-Ph, S, S), (N-3362: CH2CH2COOMe, 4-Br-Ph, S, S), 
(N-3363: CH2CH2COOMe, 5-Cl-thiophene-2-yl, S, S), (N-3364: CH2CH2COOMe, 
3,4-diF.Ph, S, S), (N-3365: CH2CH2COOMe, 5-Br-thiophene-2-yl, S, S), (N- 
3366: CH2CH2COOMe, 3,4-diBr-Ph, S, S), (N-3367: CH2CH2COOMe, 4-CF3-Ph, 

15 S, S), (N.3368: CH2CH2COOMe, 3-Cl-Ph, S, S), (N-3369: CH2CH2COOMe, 3- 
Br-Ph, S, S), (N-3370: CH2CH2COOMe, 3-F-Ph, S, S), (N-3371: CH2COONH2, 

4- F-Ph, S, S), (N-3372: CH2COONH2, 4-Br-Ph, S, S), (N-3373: CH2COONH2, 

5- Cl-thiophene-2-yl, S, S), (N-3374: CH2COONH2, 3,4-diF-Ph, S, S), (N-3375: 
CH2COONH2, 5-Br-thiophene-2-yl, S, S), (N-3376: CH2COONH2, 3,4-diBr-Ph, 

20 S, S), (N-3377: CH2COONH2, 4-CF3-Ph, S, S), (N-3378: CH2COONH2, 3-Cl-Ph, 
S, S), (N-3379: CH2COONH2, 3-Br-Ph, S, S), (N-3380: CH2COONH2, 3-F-Ph, S, 
S), (N-3381: CH2COONHCH3, 4-F-Ph, S, S), (N-3382: CH2COONHCH3, 4-Br-Ph, 
S, S), (N-3383: CH2COONHCH3, 5-Cl-thiophene-2-yl, S, S), (N-3384: 
CH2COONHCH3, 3,4-diF-Ph, S, S), (N-3385: CH2COONHCH3, 5-Br- 

25 thiophene-2-yl, S, S), (N-3386: CH2COONHCH3, 3,4-diBr-Ph, S, S). (N-3387: 
CH2COONHCH3, 4-CF3-Ph, S, S), (N-3388: CH2COONHCH3, 3-Cl-Ph, S, S), 
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(N-3389: CH2COONHCH3, 3-Br-Ph, S, S), (N-3390: CH2COONHCH3, 3-F-Ph, S, 
S), (N-3391: CH2CH2CI, 4-F-Ph, S, S), (N-3392: CH2CH2CI, 4-Br-Ph, S, S), (N- 
3393: CH2CH2CI, 5-Cl-thiophene-2-yl, S, S), (N-3394: CH2CH2CI, 3,4-diF-Ph, S, 
S), (N-3395: CH2CH2CI, 5-Br-thiophene-2-yl, S, S), (N-3396: CH2CH2CI, 3,4- 
5 diBr-Ph, S, S), (N-3397: CH2CH2CI, 4-CF3-Ph, S, S), (N-3398: CH2CH2CI, 3- 
Cl-Ph, S, S), (N-3399: CH2CH2CI, 3-Br-Ph, S, S), (N-3400: CH2CH2CI, 3-F-Ph, S, 
S), (N-3401: CONH2, 4-F-Ph, S, O), (N-3402: CONH2, 4-Br-Ph, S, O), (N-3403: 
CONH2, 5-Cl-thiophene-2-yl, S, O), (N-3404: CONH2, 3,4-diF-Pli, S, O), (N- 
3405: CONH2, 5-Br-thiophene-2-yl, S, O), (N-3406: CONH2, 3,4-diBr-Ph, S, O), 

10 (N-3407: CONH2, 4-CF3-Ph, S, O), (N-3408: CONH2, 3-Cl-Pli, S, O), (N-3409: 
CONH2, 3-Br-Ph, S, O), (N-3410; CONH2, 3-F-Ph, S, O), (N-3411: CO2NHCH3, 
4-F-Ph, S, O), (N-3412: CO2NHCH3, 4-Br-Ph, S, O), (N-3413: CO2NHCH3, 5- 
Cl-thiophene-2-yl, S, O), (N-3414: CO2NHCH3, 3,4-diF-Ph, S, O), (N-3415: 
CO2NHCH3, 5-Br-thiophene-2-yl, S, O), (N-3416: CO2NHCH3, 3,4-diBr-Ph, S, 

15 O), (N-3417: CO2NHCH3, 4-CF3-Ph, S, O), (N-3418: CO2NHCH3, 3-Cl-Ph, S, O), 
(N-3419: CO2NHCH3, 3-Br-Ph, S, O), (N-3420: CO2NHCH3, 3-F-Ph, S, O), (N- 
3421: C02N(CH3)2, 4-F-Ph, S, O), (N-3422: C02N(CH3)2, 4-Br-Ph, S, O), (N-- 
3423: C02N(CH3)2, 5-Cl-thiophene-2-yl, S, O), (N-3424: C02N(CH3)2, 3,4-diF- 
Ph, S, O), (N-3425: C02N(CH3)2, 5-Br-thiophene-2-yl, S, O), (N-3426: 

20 C02N(CH3)2, 3,4-diBr-Ph, S, O), (N-3427: C02N(CH3)2, 4-CF3-Ph, S, O), (N- 
3428: C02N(CH3)2, 3-Cl-Ph, S, O), (N-3429: C02N(CH3)2, 3-Br-Ph, S, O), (N- 
3430: C02N(CH3)2, 3-F-Ph, S, O), (N-3431: CO2H, 4-F-Ph, S, O), (N-3432: CO2H, 
4-Br-Ph, S, O), (N-3433: CO2H, 5-Cl-thiophene-2-yl, S, O), (N-3434: CO2H, 
3,4-diF-Ph, S, O), (N-3435: CO2H, 5-Br-thiophene-2-yl, S, O), (N-3436: CO2H, 

25 3,4-diBr-Ph, S, O), (N-3437: CO2H, 4-CF3-Ph, S, O), (N-3438: CO2H, 3-Cl-Ph, S, 
O), (N-3439: CO2H, 3-Br-Ph, S, O), (N-3440: CO2H, 3-F-Ph, S, O), (N-3441: NH2, 
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4-F-Ph, S, O), (N-3442: NH2, 4-Br-Ph, S, O), (N-3443: NH2, 5-Cl-thiophene-2- 
yl, S, O), (N-3444: NH2, 3,4-diF-Pli, S, O), (N-3445: NH2, 5-Br-thiophene-2-yl, S, 
O), (N-3446: NH2, 3,4-diBr-Ph, S, O), (N-3447: NH2, 4-CF3-Ph, S, O), (N-3448: 
NH2, 3-Cl-Ph, S, O), (N-3449: NH2, 3-Br-Ph, S, O), (N-3450: NH2, 3-F-Ph, S, O), 
5 (N-3451: CH2C00Me, 4-F-Ph, S, O), (N-3452: CH2C00Me, 4-Br-Ph, S, O), (N- 
3453: CH2C00Me, 5-Cl-thiopliene-2-yl, S, O), (N-3454: CH2C00Me, 3,4-diF- 
Ph, S, O), (N-3455: CH2C00Me, 5-Br-thiophene-2-yl, S, O), (N-3456: 
CH2COOMe, 3,4-diBr-Ph, S, O), (N-3457: CH2C00Me, 4-CF3-Ph, S, O), (N- 
3458: CH2COOMe, 3-Cl-Ph, S, O), (N-3459: CH2C00Me, 3-Br-Ph, S, O), (N- 

10 3460: CH2COOMe, 3-F-Ph, S, O), (N-3461: CH2CH2COOMe, 4-F-Ph, S, O), (N- 
3462: CH2CH2COOMe, 4-Br-Ph, S, O), (N-3463: CH2CH2C00Me, 5-Cl- 
thiophene-2-yl, S, O), (N-3464: CH2CH2COOMe, 3,4-diF-Ph, S, O), (N-3465: 
CH2CH2COOMe, 5-Br-thiophene-2-yl, S, O), (N-3466: CH2CH2COOMe, 3,4- 
diBr-Ph, S, O), (N-3467: CH2CH2C00Me, 4-CF3-Ph, S, O), (N-3468: 

15 CH2CH2COOMe, 3-Cl-Ph. S, O), (N-3469: CH2CH2COOMe, 3-Br-Ph, S, O), (N- 
3470: CH2CH2COOMe, 3-F-Ph, S, O), (N-3471: CH2COONH2, 4-F-Ph, S, O), 
(N-3472: CH2COONH2, 4-Br-Ph, S, O), (N.3473: CH2COONH2, 5-Cl- 
thiophene-2-yl, S, O), (N-3474: CH2COONH2, 3,4-diF-Ph, S, O), (N-3475: 
CH2COONH2, 5-Br-thiophene-2-yl, S, O), (N-3476: CH2COONH2, 3,4-diBr-Ph, 

20 S, O), (N-3477: CH2COONH2, 4-CF3-Ph, S, O), (N-3478: CH2COONH2, 3-Cl-Ph, 
S, O), (N-3479: CH2COONH2, 3-Br-Ph, S, O), (N-3480: CH2COONH2, 3-F-Ph, S, 
O), (N-3481: CH2COONHCH3, 4-F-Ph, S, O), (N-3482: CH2COONHCH3, 4-Br- 
Ph, S, O), (N-3483: CH2COONHCH3, 5-Cl-thiophene-2-yl, S, O), (N-3484: 
CH2COONHCH3, 3,4-diF-Ph, S, O), (N-3485: CH2COONHCH3. 5-Br- 

25 thiophene-2-yl, S, O), (N-3486: CH2COONHCH3, 3,4-diBr-Ph, S, O), (N.3487: 
CH2COONHCH3, 4-CF3-Ph, S, O), (N-3488: CH2COONHCH3, 3-Cl-Ph, S, O), 

133 



wo 01/07423 



PCT/JPOO/04909 



(N-3489: CH2COONHCH3, 3-Br-Ph, S, O), (N-3490: CH2COONHCH3, 3-F-Ph, S, 
O), (N-3491: CH2CH2CI, 4-F-Ph, S, 0), (N-3492: CH2CH2CI, 4-Br-Ph, S, O), 
(N-3493: CH2CH2CI, 5-Cl-thiophene-2-yl, S, O), (N-3494: CH2CH2CI, 3,4-diF- 
Ph, S, O), (N-3495: CH2CH2CI, 5-Br-thiophene.-2-yl, S, O), (N-3496: CH2CH2CI, 
5 3,4-diBr-Ph, S, O), (N-347: CH2CH2CI, 4-CF3-Ph, S, O), (N-3498: CH2CH2CI, 
3-Cl-Ph, S, O), (N-3499: CH2CH2CI, 3-Br-Ph, S, O), (N-3500: CH2CH2CI, 3-F- 
Ph, S, O), (N-3501: CONH2, 4-F-Ph, O, S), (N-3502: CONH2, 4-Br-Ph, O, S), 
(N-3503: CONH2, 5-Cl-thiophene-2-yl, O, S), (N-3504: CONH2, 3,4-diF-Ph, O, 
S), (N-3505: CONH2, 5-Br-thiophene-2-yl, O, S), (N-3506: CONH2, 3,4-diBr-Ph, 

10 O, S), (N-3507: CONH2, 4-CF3-Ph, O, S), (N-3508: CONH2, 3-Cl-Ph, O, S), (N- 
3509: CONH2, 3-Br-Ph, O, S), (N-3510: CONH2, 3-F-Ph, O, S), (N-3511: 
CO2NHCH3, 4-F-Ph, O, S), (N-3512: CO2NHCH3, 4-Br-Ph, O, S), (N-3513: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, S), (N-3514: CO2NHCH3, 3,4-diF-Ph, O, S), 
(N-3515: CO2NHCH3, 5-Br-thiophene-2-yl, O, S), (N-3516: CO2NHCH3, 3,4- 

15 diBr-Ph, O, S), (N-3517: CO2NHCH3, 4-CF3-Ph, O, S), (N-3518: CO2NHCH3, 
3-Cl-Ph, O, S), (N-3519: CO2NHCH3, 3-Br-Ph, O, S), (N-3520: CO2NHCH3, 3- 
F-Ph, O, S), (N-3521: C02N(CH3)2, 4-F-Ph, O, S), (N-3522: C02N(CH3)2, 4-Br- 
Ph, O, S), (N-3523: C02N(CH3)2, 5-Cl-thiophene-2-yl, O, S), (N-3524: 
C02N(CH3)2, 3,4-diF-Ph, O, S), (N-3525: C02N(CH3)2, 5-Br-thiophene-2-yl, O, 

20 S), (N-3526: C02N(CH3)2, 3,4-diBr-Ph, O, S), (N-3527: C02N(CH3)2, 4-CF3-Ph, 
O, S), (N-3528: C02N(CH3)2, 3-Cl-Ph, O, S), (N-3529: C02N(CH3)2, 3-Br-Ph, O, 
S), (N-3530: C02N(CH3)2, 3-F-Ph, O, S), (N-3531: CO2H, 4-F-Ph, O, S), (N-3532: 
CO2H, 4-Br-Ph, O, S), (N-353: CO2H, 5-Cl-thiophene-2-yl, O, S), (N-3534: CO2H, 
3,4-diF-Ph, O, S), (N-3535: CO2H, 5-Br-thiophene-2-yl, O, S), (N-3536: CO2H, 

25 3,4-diBr-Ph, O, S), (N.3537: CO2H, 4-CF3-Ph, O, S), (N-3538: CO2H, 3-Cl-Ph, O, 
S), (N-3539: CO2H, 3-Br-Ph, O, S), (N-3540: CO2H, 3-F-Ph, O, S), (N-3541: NH2, 
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4-F-Ph, O, S), (N-3542: NH2, 4-Br-Ph, O, S), (N-3543: NH2, 5-Cl-thiophene-2- 
yl, O, S), (N-3544: NH2, 3,4-diF-Ph, O, S), (N-3545: NH2, 5-Br-thiophene-2-yl, 
O, S), (N-8546: NH2, 3,4-diBr-Ph, O, S), (N-3547: NH2, 4-CF3-Ph, O, S), (N- 
3548: NH2, 3-Cl-Ph, O, S), (N-3549: NH2, 3-Br-Ph, O, S), (N-3550: NH2, 3-F-Ph, 
5 O, S), N35-51: CH2C00Me, 4-F-Ph, O, S), (N-3552: CH2C00Me, 4-Br-Ph, O, S), 
(N-3553: CH2C00Me, 5-Cl-thiophene-2-yl, O, S), (N-3554: CH2COOMe, 3,4- 
diF-Ph, O, S), (N-355: CH2C00Me, 5-Br-thiophene-2-yl, O, S), (N-3556: 
CH2C00Me, 3,4-diBr-Ph, O, S), (N-3557: CH2C00Me, 4-CF3-Ph, O, S), (N- 
3558: CH2COOMe, 3-Cl-Ph, O, S), (N-3559: CH2C00Me, 3-Br-Ph, O, S), (N- 

10 3560: CHsCOOMe, 3-F-Ph, O, S), (N-3561: CH2CH2COOMe, 4-F-Ph, O, S), (N- 
3562: CH2CH2COOMe, 4-Br-Ph, O, S), (N-3563: CH2CH2C00Me, 5-Cl- 
thiophene-2-yl, O, S), (N-3564: CH2CH2COOMe, 3,4-diF-Ph, O, S), (N-3565: 
CH2CH2COOMe, 5-Br-thiophene-2-yl, O, S), (N-3566: CH2CH2COOMe, 3,4- 
diBr-Ph, O, S), (N-3567: CH2CH2COOMe, 4-CF3-Ph, O, S), (N-3568: 

15 CH2CH2COOMe, 3-Cl-Ph, O, S), (N-3569: CH2CH2COOMe, 3-Br-Ph, O, S), (N- 
3570: CH2CH2COOMe, 3-F-Ph, O, S), (N-3571: CH2COONH2, 4-F-Ph, O, S), 
(N-3572: CH2COONH2, 4-Br-Ph, O, S), (N-3573: CH2COONH2, 5-Cl- 
thiophene-2-yl, O, S), (N-3574: CH2COONH2, 3,4-diF-Ph, O, S), (N-3575: 
CH2COONH2, 5-Br-thiophene-2-yl, O, S), (N-3576: CH2COONH2, 3,4-diBr-Ph, 

20 O, S), (N-3577: CH2COONH2, 4.CF3-Ph, O, S), (N-3578: CH2COONH2, 3-Cl-Ph, 
O, S), (N-3579: CH2COONH2, 3-Br-Ph, O, S), (N-3580: CH2COONH2, 3-F-Ph, O, 
S), (N-3581: CH2COONHCH3, 4-F-Ph, O, S), (N-3582: CH2COONHCH3, 4-Br- 
Ph, O, S), (N-3583: CH2COONHCH3, 5-Cl-thiophene-2-yl, O, S), (N-3584: 
CH2COONHCH3, 3,4-diF-Ph, O, S), (N-3585: CH2COONHCH3, 5-Br- 

25 thiophene-2-yl, O, S), (N-3586: CH2COONHCH3, 3,4-diBr-Ph, O, S), (N-3587: 
CH2COONHCH3, 4-CF3-Ph, O, S), (N-3588: CH2COONHCH3, 3-Cl-Ph, O, S), 
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(N-3589: CH2COONHCH3, 3-Br-Ph, O, S), (N-3590: CH2COONHCH3, 3-F-Ph, 0, 
S), (N-3591: CH2CH2CI, 4-F-Ph, O, S), (N-3592: CH2CH2CI, 4-Br-Ph, O, S), 
(N-3593: CH2CH2CI, 5-Cl-thiophene-2-yl, O, S), (N-3594: CH2CH2CI, 3,4-diF- 
Ph, O, S), (N-3595: CH2CH2CI, 5-Br-thiophene-2-yl, O, S), (N-356: CH2CH2CI, 
5 3,4-diBr-Ph, O, S), (N-3597: CH2CH2CI, 4-CF3-Ph, O, S), (N-3598: CH2CH2CI, 
3-Cl-Ph, O, S), (N-3599: CH2CH2CI, 3-Br-Ph, O, S), (N-3600: CH2CH2CI, 3-F- 
Ph, O, S), (N-3601: CONH2, 4-F-Ph, O, O). (N.3602: CONH2, 4.Br-Ph, O, O), 
(N-3603: CONH2, 5-Cl-thiopliene-2-yl, O, O), (N-3604: CONH2, 3,4-diF-Ph, O, 
O), (N-3605: CONH2, 5-Br-thiophene-2-yl, O, O), (N-3606: CONH2, 3,4-diBr-Ph, 

10 O, O), (N-3607: CONH2, 4-CF3-Ph, O, O), (N-3608: CONH2, 3-Cl-Ph, O, O), 
(N-3609: CONH2, 3-Br-Ph, O, O), (N-3610: CONH2, 3-F-Ph, O, O), (N-3611: 
CO2NHCH3, 4-F-Ph, O, O), (N-3612: CO2NHCH3, 4-Br-Ph, O, O), (N-3613: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, O), (N-3614: CO2NHCH3, 3,4-diF-Ph, O, O), 
(N-3615: CO2NHCH3, 5-Br-thiophene-2-yl, O, O), (N-3616: CO2NHCH3, 3,4- 

15 diBr-Ph, O, O), (N-3617: CO2NHCH3, 4-CF3-Ph, O, O), (N-3618: CO2NHCH3, 
3-Cl-Ph, 0, O), (N-3619: CO2NHCH3, 3-Br-Ph, O, O), (N-3620: CO2NHCH3, 3- 
F-Ph, O, 0), (N-3621: C02N(CH3)2, 4-F-Ph, O, O), (N-3622: C02N(CH3)2, 4-Br- 
Ph, O, 0), (N-3623: C02N(CH3)2, 5-Cl-thiophene-2-yl, O, O), (N-3624: 
C02N(CH3)2, 3,4-diF-Ph, O, O), (N-3625: C02N(CH3)2, 5-Br-thiophene-2-yl, O, 

20 O), (N-3626: C02N(CH3)2, 3,4-diBr-Ph, O, O), (N-3627: C02N(CH3)2, 4-CF3-Ph, 
O, O), (N-3628: C02N(CH3)2, 3-Cl-Ph, O, O), (N-3629: C02N(CH3)2, 3-Br-Ph, O, 
O), (N-3630: C02N(CH3)2, 3-F-Ph, O, O), (N-3631: CO2H, 4-F-Ph, O, O), (N- 
3632: CO2H, 4-Br-Ph, O, O), (N-3633: CO2H, 5-Cl-thiophene-2-yl, O, O), (N- 
3634: CO2H, 3,4-diF-Ph, O, O), (N-3635: CO2H, 5-Br-thiophene-2-yl, O, O), 

25 (N-3636: CO2H, 3,4-diBr-Ph, O, O), (N-3637: CO2H, 4-CF3-Ph, O, O), (N-3638: 
CO2H, 3-Cl-Ph, O, O), (N.3639: CO2H, 3-Br-Ph, O, O), (N-3640: CO2H, 3-F-Ph, 
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O, O), (N-3641: NHa, 4-F-Ph, O, O), (N-3642: NH2, 4-Br-Ph, O, O), (N-3643: NH2, 
5-Cl-thiophene-2-yl, O, O), (N-3644: NH2, 3,4-diF-Ph, O, O), (N-3645: NH2, 5- 
Br-thiophene-2-yl, O, O), (N-3646: NH2, 3,4-diBr-Ph, O, O). (N-3647: NH2, 4- 
CF3-PI1, 0, O), (N-3648: NH2, 3-Cl-Ph, O, O), (N-3649: NH2, 3-Br-Ph, O, O), 
5 (N-3650: NH2, 3-F-Ph, O, O), (N-3651: CH2COOMe, 4-F-Ph, O, O), (N-3652: 
CH2COOMe, 4-Br-Ph, O, O), (N-3653: CH2C00Me, 5-Cl-thiophene-2-yl, O, O), 
(N-3654: CH2C00Me, 3,4-diF-Ph, O, O), (N.3655: CH2C00Me, 5-Br- 
thiophene-2-yl, O, O), (N-3656: CH2C00Me, 3,4-diBr-Ph, O, O), (N-3657: 
CH2COOMe, 4-CF3-Ph, O, O), (N-3658: CH2COOMe, 3-Cl-Ph, O, O), (N-3659: 

10 CH2C00Me, 3-Br-Ph, O, O), (N-3660: CH2COOMe, 3-F-Ph, O, O), (N-3661: 
CH2CH2COOMe, 4-F.Ph, O, O), (N-3662: CH2CH2COOMe, 4-Br-Ph, O, O), (N- 
3663: CH2CH2COOMe, 5-Cl-thiophene-2-yl, O, O), (N-3664: CH2CH2COOMe, 
3,4-diF-Ph, O, O), (N-3665: CH2CH2COOMe, 5-Br-thiophene-2-yl, O, O), (N- 
3666: CH2CH2COOMe, 3,4-diBr-Ph, O, O), (N-3667: CH2CH2COOMe, 4-CF3-Ph, 

15 O, O), (N-3668: CH2CH2C00Me, 3-Cl-Ph, O, O), (N-3669: CHaCHsCOOMe, 3- 
Br-Ph, O, O), (N-3670: CH2CH2COOMe, 3-F-Ph, O, O), (N-3671: CH2COONH2, 

4- F-Ph, O, O), (N-3672: CH2COONH2, 4-Br-Ph, O, O), (N-3673: CH2COONH2, 

5- Cl-thiophene-2-yl, O, O), (N-3674: CH2GOONH2, 3,4-diF-Ph, O, O), (N-3675: 
CH2COONH2, 5-Br-thiophene-2-yl, O, O), (N-3676: CH2COONH2, 3,4-diBr-Ph, 

20 O, O), (N-3677: CH2COONH2, 4-CF3-Ph, O, O), (N-3678: CH2COONH2, 3-Cl-Ph, 
O, O), (N-3679: CH2COONH2, 3-Br-Ph, O, O), (N-3680: CH2COONH2, 3-F-Ph, O, 
O), (N-3681: CH2COONHCH3, 4-F-Ph, O, O), (N-3682: CH2COONHCH3, 4-Br- 
Ph, O, O), (N-3683: CH2COONHCH3, 5-Cl-thiophene-2-yl, O, O), (N-3684: 
CH2COONHCH3, 3,4-diF-Ph, O, O), (N-3685: CH2COONHCH3, 5-Br- 

25 thiophene-2-yl, O, O), (N-3686: CH2COONHCH3, 3,4-diBr-Ph, O, O), (N-3687: 
CH2COONHCH3, 4-CF3-Ph, O, O), (N-3688: CH2COONHCH3, 3-Cl-Ph, O, O), 
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(N-3689: CH2COONHCH3, 3-Br-Ph, O, O), (N-3690: CH2COONHCH3, 3-F-Ph, O, 
O), (N-3691: CH2CH2CI, 4-F-Ph, O, O), (N-3692: CH2CH2CI, 4-Br-Ph, 0, O), 
(N-3693: CH2CH2CI, 5-Cl-thiopIiene-2-yl, O, O), (N-3694: CH2CH2CI, 3,4-diF- 
Ph, O, O), (N-3695: CH2CH2CI, 5-Br-thiophene-2-yl, O, O), (N-3696: CH2CH2CI, 
5 3,4-diBr-Ph, O, O), (N-3697: CH2CH2CI, 4-CF3-Ph, O, O), (N-3698: CH2CH2CI, 
8-Cl-Ph, O, O), (N-3699: CH2CH2GI, 3-Br-Ph, O, O), (N-3700: CH2CH2CI, 3-F- 
Ph, O, O), (N-3701: 4-NH2-Ph, H, S, S), (N-3702: 4-N(Ac)H-Ph, H, S, S), (N- 
3703: 4-OH-Ph, H, S, S), (N-3704: 3,4.di(OH)2-Pli, H, S, S), (N-3705: 3,4- 
di(NH2)-Ph, H, S, S), (N-3706: 3:4-[N(Ac)H]2-Ph, H, S, S), (N-3707: 4-SH-Ph, H, 

10 S, S), (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr-Ph, H, S, S), (N-3710: 4- 
N(Me)H-Ph, H, S, S), (N.3711: 4-N(Me)2-Ph, H, S. S), (N-3712: 4-N(Me)3+-Pli, H, 
S, S), (N-3713: 4-Et-Ph, H, S, S), (N-3714: 4-iPr-Ph, H, S, S), (N-3715: 4-nPr- 
Ph, H, S, S), (N-3716: 4-nBu-Ph, H, S, S), (N-3717: 4-iBu-Ph, H, S, S), (N-3718: 
3,4-diMe-Ph, H, S, S), (N-3719: l,3-Benzodioxole-5-yl, H, S, S), (N-3720: N- 

15 Me-pyridinium-4-yl, H, S, S), (N-3721: N-Me-pyridinium-3-yl, H, S, S), (N- 
3722: 5-Me-Pyridine-2-yl, H, S, S), (N-3723: 2-Pyrazinyl, H, S, S), (N-3724: 3- 
Pyrrolyl, H, S, S), (N-3725: l-Me-pyrrole-3-yl, H, S, S), (N-3726: Pyridine N- 
oxide-4-yl, H, S, S), (N-3727: Pyridine N-oxide-3-yl, H, S, S), (N-3728: 6-OH- 
pyridine-3-yl, H, S, S), (N-3729: 6-SH-pyridine-3-yl, H, S, S), (N-3730: 1-Ac- 

20 pyrrole-3-yl, H, S, S), (N-3731: 4-CF3-Ph, H, S, S), (N-3732: 4-CN-Ph, H, S, S), 
(N-3733: 4-CHO-Ph, H, S, S), (N-3734: 3-Cl-Ph, H, S, S), (N-3735: 3-Br-Ph, H, 
S, S), (N-3736: 3-F-Ph, H, S, S), (N-3737: 3-r-Ph, H, S, S), (N-3738: 4-I-Ph, H, S, 
S), (N-3739: 4-OCF3-Ph, H, S, S), (N-3740: 3,4-diI-Ph, H, S, S), (N-3741: 
Indole-6-yl, H, S, S), (N-3742: l-Ac-indole-6-yl, H, S, S), (N-3743: 1-Me- 

25 indole-6-yl, H, S, S), (N-3744: 4-(l-Imidazolyl)-Ph, H, S, S), (N-3745: 4- 
Morphorino-Ph, H, S, S), (N-3746: 4-(l-Piperazinyl)-Ph, H, S, S), (N-3747: 
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2:5-diMe-thiophene-3-yl, H, S, S), (N-3748: 2-Furyl, H, S, S), (N-3749: 5-Me- 
furan-2-yl, H, S, S), (N-3750: 5-Me-furan-2-yl, H, S, S), (N-3751: 2-Thiazolyl, H, 
S, S), (N-3752: l:4-Beiizodioxin-6-yl, H, S, S), (N-3753: Benzo[b]furan-2-yl, H, 
S, S), (N-3754: 4-NH2CH2-Ph, H, S, S), (N-3755: 4-N(Me)HCH2-Ph, H, S, S), 
5 (N-3756: 4-N(Me)2CH2-Ph, H, S. S), (N-3757: 6-Cl-pyridine-3-yl, H, S, S), (N- 
3758: 5,6-diCl-pyridine-3-yl, H, S, S), (N-3759: 5-Cl-pyridme-2-yl, H, S, S), 
(N-3760: 4:5-diCl-pyridine-2-yl, H, S, S), (N-3761: 4-ClCH2-Bn, H, S, S), (N- 
3762: Bn, H, S, S). (N-3763: 4.C1-Bii, H, S. S), (N-3764: 4-Br-Bn, H, S, S), (N- 
3765: 4-F-Bn, H, S, S), (N.3766: 3,4-diCl-Bn, H, S, S), (N-3767: 3,4-diBr-Bn, H, 

10 S, S), (N-3768: 3,4-diF-Bn, H, S, S), (N-3769: 4-Cl-Bz, H, S, S), (N-3770: 3,4- 
diCl-Bz, H, S, S), (N-3771: 4-Br-Bz, H, S, S), (N-3772: 3,4-diBr-Bz, H, S. S). 
(N-3773: 4-F-Bz, H, S, S), (N-3774: 3,4-diF-Bz, H, S, S). (N-3775: 4-NH2-Ph, H, 
S, O), (N.3776: 4-N(Ac)H-Ph, H, S, O), (N-3777: 4-OH-Ph, H, S, O), (N-3778: 
3,4-di(OH)2-Ph, H, S, O), (N.3779: 3,4-di(NH2)-Ph, H, S, O), (N-3780: 3:4- 

15 [N(Ac)H]2-Ph, H, S, O), (N-3781: 4-SH-Ph. H, S, O), (N-3782: 4-SMe-Ph, H, S, 
O). (N-3783: 3,4-diBr-Ph, H, S, O), (N-3784: 4-N(Me)H-Ph, H, S, O), (N-3785: 
4-N(Me)2-Ph, H, S, O), (N-3786: 4-N(Me)3+-Ph, H, S, O), (N-3787: 4-Et-Ph, H, S, 
O). (N-3788: 4-iPr-Ph, H, S, O), (N-3789: 4-nPr-Ph, H, S, O), (N-3790: 4-nBu- 
Ph, H, S, O), (N-3791: 4-iBu-Ph, H, S, O), (N-3792: 3,4-diMe-Ph, H, S, O), (N- 

20 3793: l,3-Benzodioxole-5-yl, H, S, O), (N-3794: N-Me-pyridinium-4-yl, H, S, O), 
(N-3795: N-Me-pyridiniuin-3-yl, H, S, O), (N-3796: 5-Me-Pyridine-2-yl, H, S, 
O), (N-3797: 2-Pyrazinyl, H, S, O), (N-3798: 3-Pyrrolyl. H, S, O), (N-3799: 1- 
Me-pyrrole-3-yl, H, S, O), (N-3800: Pyridine N-oxide-4-yl, H, S, O), (N-3801: 
Pyridine N-oxide-3-yl, H, S, O), (N-3802: 6-OH-pyridine-3-yl, H, S, O), (N- 

25 3803: 6-SH-pyridine-3-yl, H, S, O), (N-3804: l-Ac-pyrrole-3-yl, H, S, O), (N- 
3805: 4-CF3-Ph, H, S, O), (N-3806: 4-CN-Ph, H, S, O), (N-3807: 4-CHO-Ph, H, S, 
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O), (N-3808: 3-Cl-Ph, H, S, O), (N-3809: 3-Br-Ph, H, S, O), (N-3810: 3-F-Ph, H, 
S, O), (N-3811: 3-I-Ph, H, S, 0), (N-3812: 4-I-Ph, H, S, O), (N-3813: 4-OCF3-Ph, 
H, S, O), (N-3814: 3,4-diI-Ph, H, S, O), (N-3815: Indole-6-yl, H, S, O), (N-3816: 

1- Ac-indole-6-yl, H, S, O), (N-3817: l-Me-indole-6-yl, H, S, O), (N-3818: 4-(l- 
5 Imidazolyl)-Ph, H, S, O), (N-3819: 4-Morphorino-Ph, H, S, O), (N-3820: 4-(l- 

Piperazinyl)-Ph, H, S, O), (N-3821: 2:5-diMe-thiophene-3-yl, H, S, O), (N-3822: 

2- Furyl, H, S, O), (N-3823: 5-Me-furan-2-yl, H, S, O), (N-3824: 5-Me-furan-2- 
yl, H, S, O), (N-3825: 2.T]iiazolyl, H, S, O), (N-3826: l:4-Benzodioxin-6-yl, H, S, 
O), (N-3827: Benzo[b]furan-2-yl, H, S, O), (N-3828: 4-NH2CH2-Ph, H, S, O), 

10 (N-3829: 4-N(Me)HCH2-Ph, H, S, O), (N-3830: 4-N(Me)2CH2-Ph, H, S, O), (N- 
3831: 6-Cl-pyridine-3-yl, H, S, O), (N-3832: 5,6-diCl-pyridine-3-yl, H, S, O), 
(N-3833: 5-Cl-pyridine-2-yl, H, S, O), (N-3834: 4:5-diCl-pyridine-2-yl, H, S, O), 
(N-3835: 4-ClCH2-Bn, H, S, O), (N-3836: Bn, H, S, O), (N-3837: 4-Cl-Bn, H, S, 
O), (N-3838: 4-Br-Bn, H, S, O), (N-3839: 4-F-Bn, H, S, O), (N-3840: 3,4-diCl-Bn, 

15 H, S, O), (N-3841: 3,4-diBr-Bii, H, S, O), (N-3842: 3,4-diF-Bn, H, S, O), (N-3843: 
4-Cl-Bz, H, S, O), (N-3844: 3,4-diCl-Bz, H, S, O), (N-3845: 4-Br-Bz, H, S, O), 
(N-3846: 3,4-diBr-Bz, H, S. O), (N-3847: 4-F-Bz, H, S, O), (N-3848: 3,4-diF-Bz, 
H, S, O), (N-3849: 4-N02-Bn, H, S, O), (N-3850: 4-CN-Bn, H, S, O) 

20 mmm 

ummi h D >5j?4^ai5"> (TPO) (Dmmtmm 

t N TP0(hTP0)i3 J;t>'-=r TPO(mTPO){i. R&D Systems J; «9 A U fCo 
nf^m2 'fb^ife(A-l). (B-17). *3J;T>*(C-1){^:J;S invitrog:^;^=ia^ — iiiP 

25 i¥m 
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ili^flS 2.2xl05||a^ 3cm i^-r— I^fCSffl 10%^^ y — /K^^^ l.fcit^^^ 
1%5^AP b-C 37°C. 5% C02#^£T•e 7 B E^^^ n bfCo 

^co,^:||^ lU 1 

5 

:^i\L-^m(D TPO ^mW-J^^^'\t'k . =" y b ® J. Cell. Physiol., 137: 293-298 
(1988)lctB«fe^ tb-CV^5;^fe(c3pC-C t h TPO S:^#:at'(S^^ ^ BaF-B03 iffllSfcl 
^AUXf'^^b^. TPO*fe#'l4*DllStt BaF/hTPOR ^t.^V^-C^BJ^b^Co h d ^-d? 
10 7K^9^ Fi-S5l^^®J^Sga^iJ{i. CD Proc. Natl. Acad. 

Sci. 89:5640-5644 (1992)tClE^ ^ tlT V^ S „ tun^^X'^^ BaF-B03 ^fflJiS (cl {4 
TPO fiJS^g: UjS:V^o IL-3 0^feJNBliacoi#^^S x.{J WEHI-3) i^^^P bfc RPMI 
^±tet^T±im^-Ii::?t BaF/hTPOR JNBJ!a^ RPMI 1 mmW^. IL-3 M^iNflflS <75 

**s^^jp LT v^/^v^ RPMI mmz.mmv. 3q -k-^ ^ ^ n^yy — v\z.mm^ 

15 5x104 fla/f> 5 J; 5 l-fiia L-T. ;2^>fb'&!|feifeS v>« hTPO ^mMVtz.. 

5%C02#l£T-e 37-^. 20 Bf^Jt^ Lfc^fs:. JMJiSiSJt^J^^^ t? 5 WST-1 
(SaaSttmi) ^mM\^. 4 B^P^mi^ 450nm ©Pi^lR^^y^ UfCo ^<^/S*Sr 
HI 2 {d^-fo TPO S^**:5t€^^*^A bXV^;^^V^m^T*fc 5 BaFmM^m 

20 tz.^^:^ TPO -5 BaF/mTPOR lffllao;^:^^tt&l)|-<fc,^;*:^|g 4 
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2 4 



^t^^ No. 


EDso (mM) 


^t-^^ No. 


EDsodiM) 


it^^ No. 


EDso (|iM) 


A-1 


0.012 


A-32 


0.077 


A-73 


0.070 


A-2 


0.058 


A-37 


0.027 


B-1 


0.071 


A-3 


0.017 


A-38 


0.047 


B-2 


0.011 


A-4 


0.036 


A-42 


0.072 


B-3 


0.047 


A-5 


0.022 


A-43 


0.073 


B-4 


0.037 


A-6 


0.045 


A-49 


0.035 


B-5 


0.047 


A-7 


0.060 


A-50 


0.026 


B-6 


0.072 


A-11 


0.031 


A-53 


0.023 


B-14 


0.023 


A-12 


0.011 


A-56 


0.096 


B-15 


0.077 


A- 13 


0.021 


A-59 


0.084 


B-16 


0.020 


A- 14 


0.015 


A-61 


0.069 


B.17 


0.030 


A-15 


0.026 


A.63 


0.016 


B-18 


0.016 


A- 16 


0.049 


A-64 


0.047 


B-21 


0.084 


A-20 


0.029 


A-67 


0.050 


C-1 


0.068 


A-21 


0.041 


A-70 


0.020 


E-2 


0.062 


A-25 


0.099 


A-71 


0.080 


H-5 


0.047 


A-26 


0.072 


A-72 


0.035 
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TPO i «9 , Jak2. She. Mpl ^^J: (D i^ -T /i^^m^^t^ V ^^Mit ^ tl ?> 

r i^SS .y^-^ J. Biol. Chem, 270:4979-4982 (1995)iC|Eic $ ixT 5 o 

^it^^i^mMi^ ^ ^ 'Bm^ti^m^fNiy^'i-/i^^> tpo i^x^ ^(d tmcm^x- 

-^:/6)0;3^fe{c2iCrfS-<:feo BaF/hTPOR JNEflS-^ WHEHI-3 ^ ^5!JD L "C 

V^/<^V^ RPMI igi-lfi}:: IxlO^fll/ml ©liit i^^P 37°C4 BfP^i^^ bfco iHiiaic 
25ng/ml <D TPO t> b < 200 nM <D^t^!^(B-n)^ MM 87°C10 

p^fij^ uife^tc, jNBjia^^ PBS -c- ingfei^ 1% h y h ^ xioo -cw^^b uyto ^ 

2 5 (CIS t >6:fec 



143 



wo 01/07423 



PCT/JPOO/04909 







(B-17) 


TPO 


Jakl 








Jak2 






+ 


Jak3 








Tvk2 




+ 




STATl 








STAT3 




+ 




STATS 








STAT6 








Mpl 




+ 


+ 


She 






+ 


Cbl 




+ 


+ 


Vav 




+ 


+ 


Ship 








SHPTP2 




+ 


+ 


PI3K 








PLCyl 




+ 




MAPK 




+ 


+ 


SAPK 






+ 


P38MAPK 






+ 
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/«ev>, ^ftT-fcS BaF f>fflflS{^{-J:;S^ b^^/?i>ofc, HI 4 {c:^ Lfc J; 5 {-.^^k-g-J^ 
-X' rj^;^ TPO S^#:^l:|Sm$i^fc BaF/mTPOR HaJiaiCJiJ^;:^ b/.e;ei^ofc„ Jit 
_hO^* J; . :*:'fb'&2fe^s t h TPO ^mWi^Hl^^mi^i^m TPO T =?^;^ h 

Jak2, Tyk2, STATS. STAT5, She. Vav. SHPTP2. MpU PLC y 1. 
CbK MAPK. SAPK. p38MAPK-e. TPO ^ij^ {d.J; S © <b IWI — fe o /c „ Sl± 

(D'iS^^ t) . TPO T =r::^^ hfsttf^ TPO t m D v^^^/w^fs^-r 5 



m^mm 
mnm i 

iii. T ® ^ ^ ^ -r -s !^ M -r § o 

20 ^ {I) X-mt)^ tidbit 10 mg 

?L«i 700 mg 

=J — >;^^— ^ 274 mg 

HPC-L 16 mg 

1000 mg 

25 ^ ( I ) '^m.ti^ti^it^mtm.m^ e o ^ y :x(D^^i^izm'ro n — 



145 



wo 01/07423 



PCT/JPOO/04909 



mm. (WbtBuas^a jLf^o. 5~imm) [yfco^. ^m-r^o miotirc 
Jii T CD ^ ^ * ^ ^ 1" s * r -b ;]/ 55 « ffl tic * M ifi -r ^ o 



^ (I) -e^tJ^nS'fb-artJ lo mg 

%m 79 mg 

rj — ^ 10 mg 

10 V >^V<y;?> -> A 1 mg 



100 mg 

^j'— ^{i 12 0^'^ i/^®^^ v^^c^l-ro cine)^:;^^^^'; >^v^^i>>i7 
V mm^-^m^xM-^lr^o 1 OfSic 1 0 0 mg^ 5 ^iiHf ^^>*r-fe;i/{3^t* 

15 fSo 
M^J««J 3 

T ® fig ^ & ^ ^ 1- ^ * r -fe ; v 3S « ffl ^ ^ M T ^ o 



^ ( I ) -r-m^D^n-s-fb-a-tr i5mg 

20 ?LM 90 mg 

n — >;^^— ^ 42 mg 
HPC-L 3 mg 



150 mg 

^ ( I ) t'^fc^tl^-fb-a^^ 6 0^ y S/^iO^^VNiZil-To rJ->X 

25 ^— 1 2 0 ^ J/ J.®^^ V>t3ilt-o cne>>&rl-ab. ^i-a-5fe{CH P C - L 

mm^muLxm-^. mn. ^mt^o m^nrz^mmm^mw^. ^®i5o 
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mmm4: 

5 ^ (I) -Qmt)^n^ih^^ lOmg 

%m 90 mg 

«?t^^-lr;i/D-;^ 30mg 

CMC-Na 15 mg 

T.'tTV >^-r^;?^'>'> a 5 mg 

10 150 mg 



^ (I) -^miD^n^ih-^m. %m. m^m-tJl^n-T.. CMC-Na 

15 
20 
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1 . -j^S; ( I ) : 




5 X Mie^^:ix-cv^r t J: V^T y — /V. fim $ ;h.-C T ^> J; v^ T 9 =¥ 

y^. tLTv^r J:v^-^y" a T y — /W. ^ 7t gtfe $ r v^ r J: V^^T^ a 

YMi-NR^CO- (CHg) 0-2-. -NRACO- (CHg) 0-2-W-. - 
NR^ C O - C H = CH -W- (CH2) 1-5-NRAcO- (CH2) 0-2 

10 -W- (CH2) 1-5-CONRA- (CH2) 0-2-s - CONR'^- (CH 

2) 0-2-s - (CH2) 0-6-NRA-SO2- (CH2) 0-5-. - (CH2) 0 
_5-S02-NRA- (CH2) o-5-> -NRA- (CH2) 0-2-s -NRA- 
CO-NRA-. - N R'^- C S - N R'^-. -N = C (-SR^) -NR'^-. - 
NRACSNRACO-. -N=C (-SR^) -NRAQO-. -NR^- (CH 

15 2) 1-2-NRA-C0-. -NRACONRANR^CO-. *fe{±-N=C (- 
NR^RA) -NR^CO- (^ff. R^tt^n^n^Al bT7Kmi^^s Bj^^n 

D r ;i/ =sr ;i/ ;i/ ; 

A : 
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(^1^^ Ri jej;t>*R2{s<i: 7k m m 1^ ^ f:ii-i-'m^^^j:-:^x mm JW-i^h i.<nm 
( ) nm^(D^tE^tn-i^^^^mt>iri x^^fi?>^t^!^. ^(d-^ 



(^ff. Eli- (CHa) 1-3-. -O-CH2-, *7t«-S-CH2-,-R« 
3 . X^tfi^ : 



10 ^ifeo 



2 . X ^ Asfija^ i^-CV^•r t J: 5 M^v" o T y — /i^* fcf-ist : 
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(^<P^ E{i- (CH2) i-3-> -0-CH2-^ :S7ti-J;-S-CH2-;R^ 

io it/R ^ mti'etiik^ LTtK^H^, m^^tix\^^xii J; v^i£i^T/w=¥/^, 

4. Yi;{)^-NHCO-. -CONH-. -NHCHz-^ Sfefi-NHSOg- 

10 5. Zi/t)51, 4 - :7 - b >-?:fe ^ftjJt^S 1 ~ 4 cov^-rtb;^Mc:|Htt(^ h n ^-Tj? 
6 . A i^3t)S^ : 



[itl^. R 8 «7K*J!l^*fc«{Si^T/V^/U ; Mfi- S -0-. -N (R^) 
15 SfcJS-CHa- (^4^. R^{i7X«im^^*fc{i®&T/V'=¥/^) ;T{S^^il 

7 . figt^^sjg-a-CO^^SSr^i-ft^^l 1 — 6 OV^-rtL^^ilB«c© h n oi 
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1 2 . (II) : 



5 




r jTiL >- 

(^Ef, E{i- (CHg) 1-3-x -O-CH2-, *7t{i- S - CH2 - ; R « 

Vfi-NR'^CO- (CH2) 0-2-^ -NR'^CO - (CH2) 0-2-W-. - 
N R « C O - C H = C H -W- (CH2) i-5-NR«C0- (CHg) 0-2 

15 -W- (CH2) i-5-C0NR°- (CH2) 0-2-. -CONR°- (CH 

2) 0-2-. - (CH2) o-s-NR*^- S O2- (CH2) o-5-^ - (CH2) 0 
_s-S02-NRO- (CH2) o-5-^ -NRG- (CH2) 0-2-^ -NR°- 
CO-NR°-. -NRO- C S -NR°-. -N=C (-SR'^) -NR^-. - 
NR<^C SNR°CO-. -N=C (-SR'^) -NR°CO-. -NR°- (CH 

20 2) 1-2-NRG-CO-s -NR^CONR^NR'^CO-. $7t(i-N=C (- 
NR°RS) -NR«CO- (^tf. R°{±€n^n3(!fejib-r7K^J^^ 
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Z 2(ig^$n-C V^-C cfcl^^ - 1/ ffi ^ ^ tl T V ^ T J: V ^ 2 , 5 - t° U 
l^-t^)J:V^2, 5 - 7 ^ >i^-f ;i/ ; 



- S-, -NR»- (^"t". R^fizK^ir.^^/cfitefSTyw^yi') . 
10 -CHg-.-mfil. 2, *:fe«3) -c*t>$^^^)^g,• 

( ) nm'^<D^^^t:i]-i^^tt^mi^ir ; 

13.x ''ifi^ : 



(Sit-. E{i- (CHg) 1-3-. -O-CH2-. 4fc{i- S - CH2 - ; R « 
*3 J;t>*R ^ {i^tb^'HJiSt bT7K*J[^^> ffi^^$^^■rv^-c J;v^'(gMT7V:3f-/i', 
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1 4. X^t^^ : 




R 



10 



R 



10 




11 




E 



R 



11 



fciigj^^ tu-CV^■C't> J;V^T 5: 7) ^ ^ S S 5 ft * :« l 2 lEScD'fb'a'^ , 
10 ?P#5o 

15. Y^jbs-NHCO-. - CONH-. -NHCHg-. S}fe{i-NHS02 
1 7 . A^mifi^ : 



o 
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l^^. R Ni7k^JF^^*fc«|gl^TyV^/W ; M«- S -0-. -N (R°) 

5 18. lScll^Sj^-g~(D;i^:eE;§-^i-ff ^Ji 1 2~1 7 V^-f tt;5^C:|E«feCD'fb-^^. ^ 
1 9 . —ilg^ ( I I I - A) : 




(m-A) 



«5T/v^/w:r=3f :i fi*^ ^ T v^ T t:) J; T 5 7 * 7V ^ /V ,• 
R ^ ° *3 i R ^ Mi*;ix^^tbMS£ b "C Tk^i^^^. /Mn^-^, ;(7/wxK=35^ i&mr 

15 Y3fi-NHC0-^fe{i-C0NH-; 
A^^a^ : 




l^^^ R««7K^J!l^^*fctt^S)iiT/^=3s./^ ; M«- -0-, -N (R^) 
20 ^^*:fe(4.K^J!^^^] r*^$^xS'fli'g-2^, b < «^tL 6 

2 0 . -J^^ ( I I I -B) : 
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(m-B) 



2 1 . ma^m 12-2 0 cDiA-rn*^tc:sB«4®'fb-^t>*^^ij^^i: u-c^*-r^g 

2 2 . Msf^js 1 2 ~ 2 0 (D\.^-rnti^\z.um(Dit^m^mmj^6^h lt^^-t^ h 

2 3 . m^M. 1 2 ~ 2 0 cDv^-rnA^tcHBm®'fb-&iij>&^?jjfig^i: LT-^^-r sjfiL 
^ ^ ,m <^ ?^ ssi * fc {4 ^ o 

2 5 . isLm'^m^^i^mir^fz.^<D^m^ni^-r^i^^<Dmi^-m. 12 — 20 <7)v^-r 

;S^cl3 ^ CD k ^ ^ o 

2 6 . ft 5^:31 12 — 20 ®v^-rtly^»MctB*fe(Z)'^b-a'ft®r^s^_h^m^^-riSr 
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because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 

(see extra sheet) 



3. Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention is lacldng (Continuation of item 2 of first sheet) 

This Intemational Searching Authority found multiple inventions in this intemational application, as follows: 



1 . As all required additional search fees were timely paid by the applicant, this intemational search report covers all searchable 
claims. 

2. As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 
of any additional fee. 

3. Q As only some of the required additional search fees were timely paid by the applicant, this intemational search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. LJ No required additional search fees were timely paid by the applicant. Consequently, this intemational 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Q The additional search fees were accompanied by the applicant* s protest. 

I I No protest accompanied the payment of additional search fees. 
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Concerning the inventions of claims 1 to 10 and 12 to 25, the chemical 
structure common to the compounds of the general formula (I) contained as 
the active ingredient is a moiety composed of ring A^, substituent methylene 
on the ring, and substituent on the methylene. 

As described above , ring A^ is a determinant important to the common moiety . 
However, the description does not contain any specific disclosure on compounds 
wherein ring A^ is 5-isothiazolyl , and it is non-obvious to a person skilled 
in the art that the ring structures defined as to A^ have common pharmacological 
properties. Thus, the inventions are remarkably unclear in this respect, 
so that such compounds are not considered as being subject matters of this 
International Search. 
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